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#M2 0 0 3-3 4 1 4 3 0 ^--J I 1/ 



^ (I) 

R— X— S (0) 1— X— Y— y ' — N^A^Z^-Z^-Z^— B 0) 

m^fiX\,^X^ X\^^~m(omt:^m^^^l^. Y' fi^g-g-^t/cti-C (=0) -=I:^L 

-N (R«) - (R« tiTfc^m^^ Sm^tLTv^-Cfe J;v*R<b7fc«3^*/wt±T'>;v*=lr^ 
['fb2l 




v>5!;;v.i^*^'>;v^t/c{iTv;v^=Sr^L. R* (iSm^ tLTv^T J: v^R'fbTlc^&^Sr/F L 

. r2 (±ri i^^fiR-* r3 (iR4 t^fi^fi:s.\^>K^^Lxum^fix\^^xiiX\^^ 
m.^J^^Lx\^>xii xm^ft^hm^^L. rM4r^ . r2 . tfzitR* t:s: 

o ] x0i^fi^it^mtfzii^<Dm.o 
limm 2 1 

R^«/^^'>'>M^^ Ci-6T;v^;i'> C2-6T;v^^;v, C2-6T;v^^;v. S^^nrv^T^) 

-;i/^-C'*>^|f^:S 1 ia«<^'fb'a-%o 
IW*S4] 

R;&v>ny>iiii^, Ci-6T;v^;v. C2-6T;^^->'^. C2-6 7;^^-;^. «^$:ftTv^T^> 
J:v>7^y, -bn, vTy> tLTV^T J: v^T 5 ^ ^ J: j^;^ xMb"^ U < {4 

1 iBmo-fb-^i^o 

[If 6 ] 

■e*«5. Y' if^-c (=0) -•e**w*]SifB«c<0'fb'g'^&o 

tiiiE#2 004-3099284 



mm 2 0 0 3-3 4 1 4 3 0 v : 2/E 



m-^m 8 ] 

3^ A 55-'^ 

— /T\ — 



m^m 1 1 1 

a 2 T'^ W:^]^ 1 IBm<^'fb^%o 
[W^^ 1 2 1 

N- (4- ( (4- (3- ( (e-^' n n -2-:^ 7 f - ;v) ^ "/n ;v) -1- tT^ 9 >^ ^ ;v) ^ -f- -'^ 
)_3_^ ^;V-1.3-f-T V-;V-2(3H)--f V 7">')-N-^ ^;VT 5 4-((4-(3-((6-i5' n 0-2- 

-2(3H)->f 5 N-(5-(l-(3-((6-^'nn-2-"^7^;V);^;^5^-;V):/n/NV^;V)-4-lf^ 
U 5;-;v)^f-;v)-3-^^;v-i,3--f-Ty*-;v-2(3H)-^ ■r:^)-N-^^;vT5 y. 5-(l-(3 
_((6-^ n D-2--^-"7f-;v)x;v.i>-;v) -fuz-^y ^ ;w)-4-t°^U v-;v)-3-^ ^;V-1.3-^ 
TV'-;W -2(3H)--f 2-(2-((l-(3-((6-i^^^-2-■:^•7•5^;^):^;^5^^-»^)7'D/^V ^ 

;v)_4_if^i; s^-;v)>f 5 y)-i,3-f-TV-;V'-3(2H)-'f ;>)j^:J'y-;v:&^<b*'2>S^*^^S 

■ m^m 1 3 1 

^ (II) 

HN^X)— Z^-Z^-Z^— B (n) 

im^m 1 4 1 

[W^]^ 1 5 1 

Mtt<bifli^^^siixH^Ri#?[ijt?*s^^:si 4mm(ommo 
im^m 1 7 ] 
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1/ 



[0 0 0 1] 

:^^mimmtskmmmn x s^- ( f xa) ^ m L-cguMs-f^ffi ^ ^ if tcin;jfiL^^^>^ 

[0 0 0 2] 

(DM^'Irnmir^^tTb^h. itLibcDm^iJtigiH^ffli: L-rmMtSj^^/pL. ^O^^-ft 
[0 0 0 3] 

[#K^:fcm 1 1 7 - 1 1 2 9 7 0 ■^<2rm 

[#l%^:S:filt2 1 4#ra¥ 5-208946 -^<2:iL 
I#W=:i:m3l HI^<2rgSll9 6/1 6 9 4 O^^'iyyVy V 

mwxm^] mm<2:mm9 6/4 0 6 7 d-^^^yyu^ y 

mW-XmS] ffll^<2rP?ill9 6/1 0 0 2 h 

[!NFii=:fcm6l ilB^<2r§B^9 7/2 1 4 3 7-^^N'>-7Vy h 

[#ft:i:M 7 ] il^<ZrM^ 9 9 / 2 6 9 1 9 7 V y h 

I#l^^«8] il^<&Pi^9 9/3 3 8 0 5-§-^>°>7V^7 h 

[#f^:i:m9l ®i^<&§g^o 0/0 9 4 8 o-^^'iyyuy h 

mW^:Scmi 01 BII^<2ri^^0 1/4 4 1 7 2-^^^•V7^'> h 

I#WF:fcm 1 1 ] mm^fMm o 2 / o 6 2 3 4•^/^°>' 7 h 

[#^:Stmi 2] *il#f^mM<2rl§l|2 002/004561 6-^/^°>7 V'^ ^ 
l^mffXtki] ■ yi-zT ' jir^ 'yi-)^ ' 1 9 9 8^, 

^41 p. 3357J 

[0 0 0 4] 
[0 0 0 5] 

[0 0 0 6] 

(1) ^ (I) 
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2/ 



R— X— S (0) a— X— Y— Y' — nT)— Z^-Z^-Z^— B 0) 
[<k7] 




mm^. m^^fix\^^xi> x\^^mt7Km&. ^>«>r;Hk^)U<{iT5 Ht^tLTv^-c^ j: 

. r2 iiRi tf^iiR* r3 tiR* i:'e-tt-rti5:v^l::^>^L-C«^$tLTV^-C^) J:v> 
;m=l-?^^bTV>T^> J:v>) -e^$tt<Sft^^U> R^ t4R^ , R^ , R^ tfz\iR^ tS. 

( 2 ) wia ( 1 ) tm<D^\:^m<o-fu v^ y^; 

(3) R*«/>n'>':^mT-> Ci-6T;i/*jv, C2-6Tjv^-jv> C2-6T;v^~>w> gm^ttr 

7 V - ;v^T'* ;g,friB ( i ) mm<o^t^m ; 

(4) R>e)S/Nny>j!^^, Ci.6T;v^;v. C2-6T;v^^;v^ C2-6 7;i'^--'v> fi^^tt-c 
v^T^> J:v>T5 y . -hn, ->T^, tLTv^T ^> J: v>r 5 J: t;^^:^-r;Hki) 

v>:^#m*T-^^tt)iB (1) mm<^^\:^mi 

(5) R;&^/Nny>JE^^-c«^$tLTv^-c^) J;v^:h7^;v-eab;2,BulB (i) mn<D^t^m 
'(6) XT&^^-g-^-e^) X' ^i^^-^^-e* 19 . Y:6^«m^tLTv^T^) J;v>Ci - 3 t;v 

^1/>T-*I9. Y' :*5-C (=0) -T-ab^mflB (l) fS^O'fb'a-t/ ; 

(7) z ^ :J3J:i^z2 yS^ig-g-^-eafeO^ z ^ ^i^Sii^tfCv^-c ^> J; v^C 1 - 3 t;v# w> 

-c*;5)mwa (1) I2m<^'fb'&«^; 

(9) mA3&«^ 
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Ut8] 




(10) R 5 ;6^7X*m^^T-^ ^itK ( 1 ) mm<^it^m ; ' 

(11) a76-'2-e*^Hul2 (1) lSm<7)'fb'^t/ ; 

(12) N-(4-((4-(3-((6-^^^a-2-:^7^;^):^;^*^;^)^^/^v^;^)-l-t?^9^^- 
;v)^^;v)-3->f-;v-i.3-^TV-;v-2(3H)-'f i;7»>')-n->^;vt^ 4-((4-(3-((6- 

^^_2-:^7^;^);^;^*-;v)y^y^v -f ;v)-i-tr^7 v^;v) ^ ■^;v)-3-^ ^;v-i,3- 
^7y'-;V-2(3H)--f 5 N-(5-(l-(3-((6-^^Dn-2--^7^;V)j^;V*-;V)-7'n/NV^ 
;v)-4-t:^'J v^-;v) ^ f-;v)-3-^ ^;i/-l.3-f-T V-;v-2(3H)--f V 7*»-N-p« ■^JVT 5 
> > 5- (1- (3- ( (6-^^ n n -2-•:^ "7 ;v) X ;v .i^ - ;i/) "/n /•? y ^ ;i/) -4- tf^ U v ^ ;v) -3-;^ 
^;v-l,3-^7V-;v -2(3H)--f ^ 2-(2-((l-(3-((6-^^D^-2-:^7f■;^)^;^*-;^) 
yn/NV ^;v)-4-tf^i; v-;v)-f 5 y )-l,3-f-T v'-;v-3(2H)--i' ;v) -;i':d^'b55: 

(13) ^ (II) 



(14) HtriB (1) tfzit (2) iB«<7)>fb'^t?^'^^-r^ii:S:#mfc-r*sii ; 

(15) ^ifiL^®@^j-c^-2>tfiB (14) mm<omM; 

(16) fsmbJflL»@»xE3^i5i#^jT'*^mfiB (14) mmomm; 



tulB^ff'. RfiM^^tLTV^T^) J:v^]Rt>to^'ft:7lc*^^ /ctiSm$tLTv>-c^> iv^m 

/^:/T->'- 1 -W;Vx 2 -i/^' n^^-ty- 1 -^;Vx 3 - v:J' n-^^-fe 1 -'f 
1 -v^ n-ZxV- 1 --f ;i'> 1 -ViJ'n^^r-V- 1 i -i^^a^^-tv- 1 



Hbi 0] 




[0 0 0 7] 
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4/ 



2 , 4 -i/^ n^^-ij-yji>- 1 -xf 2 . 5 -i'^n^^^-ij-yj.^- 1 
C4 - 6 i/^nT;v* vJ.-;vft^;6«^tf ibtL^o 

^tt#^:6^#if "btt, -^x-jf, t>>V;v. 7if-vhV;v. T 

J/;. m^ttcTj^'fbTlc^^O^i: LT(i. 1 , 2 -y t Fn-:h7^;v, 1.2,3.4-xb 

-*yi{im'feo7t2~3>(s<^m (0^ L< ti2ajeiL±<^m) <^«i'^*-'bsis$tL^-m^ 

[0 0 0 81 

\ffifz^Tu^^ltj:\,^L3m ($ft L< t± 1 55rv^t 2a) ^^^^ < t ^> 1 -I® mtL< 

3 -5r^-9-vTv'u ;w> 1 , 2, 4-:t^^?-vTy*'; 1 , 3 , 4 -sr^-ij-vTV'; y 

y-f-JV. 1. 2, 3 -f-Tv^7VU;W. 1 , 2, 4 -f-T>?TV';;V, 1.3, A -^TPT 

v; 1 , 2 . 3 - b >; T v; i . 2 . 4 - h u r w t- h 9 vv ^ u 5^;^, 

^:^KV;v> ^y-f>KV;v. 1 H--f ;^^y*iJ ^>X-f ^ ;v> 

1. 2-^>y>f y:t^•9-y';;^^ ^vyf-ryu;!', ^>yif^-;v, 
1, 2-^>'y^y^Tyv;v> 1 H-^>y h u ryu^v, 'fy^yu;v. 

T^'jy-jv, y ^-g-y-;]/, yj-yf-Tv-;v. yJL■:^y-;^, ya^y^-g- 

nn Cl,2-b] tf U i5^v::^;V, li'^yn Cl.5-a] tfVv^V. 5 iJ^y C 1 . 2 - 
a] W ^ ^y C 1 . 5 - a] t° V 5 rJ^y C 1 , 2 - b ] \£V 

^ 5 ^y C 1 . 2 - a :) e iJ 5 1 , 2 , 4 - h U T ya [ 4 , 3 - a 3 tT U 1 

,2.4-f'J7yn C4,3-b] ^y^;v^(7> 8 ~ 1 6 ^ ($ftL<J±> 10-1 

2*) <D^^mm^m.mmm mtL<ii. mmLfz5^j:\^^h6M<^^^m^m^mmm 
*i~2'f@ m-tL<i±. im) ^^'^^-f^^i -2-0 mtv<i,is im) t^m^Lfz 
mmmt fz \tm^ l 5 l e m o?^«mm^ig*#*<^ iwi- 1 (±m>5: o tz-mmm. 
2-31® ($ftL<ii, 2m) iis^m^\.fzm.mm.. x^utv<\tm\^fzbi'£\i>\^&M. 

, ^vyyy-;^. ^>y Cb] ^>yif9-;v^) ^TJ^Wibtt-So 

-^jc^-jv^ ii°n';y^;V', X b 9li KnyU;v, -r h y 

t:Kney-;i/. ^;vs^';^;i'> ^i^-^n.-^^) =.ju^ e^9S^-;v^<^3 - 8* (iif * U 
< 5 ~ 6 (^l&fn*^ vMi/FI&fD L < {i^^O) O^^^;^^^^^*^^ (IS 

mmMM^^mnm . i . 3 - k □ y ^ y k u ^ ^ L /^^^#:^Ji. 

ig^lt^m* 1 ~ 2 1® ($ftL<fix 1-1®) ifi^y^ym.\'-2m (*f^U<{i. H®) 

tM-^L^tr^^m^. mu\^tzw^mm^.m.^mM^\-2m m^\^<\t. \m) 

mSE#2 004-3099284 



#M 2003-341430 



5/ 



[0 0 0 9] 

5 (^?IIxff> ^-C (U* ) =N-U(^tt'> UJiTjc^m^^ M^^ttTv^T'fe 

T^v^y ^-C (NT* T* ' ) =N-T(^4'. T, T' ^XX^T' ' it-t 

X x^^^n^<Dmit7i^mm i^^if m^^fixx^^x i> x^^^^m^m a. ^t^v^ttz 

[0 0 10] 

-;i/J iiLTfi. '^x.{f> -7^1-;^. f--7^;v. 7>'hV;v> T-t:^7 

0C2- 6 t;w^-;v^) . e^$tLTv>T«> J:v>T5 y. «^^l$i^Tv^T^> iv^Tlcm* 

C2 - 6 T;^*>'^;^^ ^>y>f;w^ /Nny>>fk$tLrv>T'i> iv^C 1 - e t;v3^ 
->*;V'-K— -'^> >'^n'5r'>'f[i$ttTv^T ^> J; v^C 1 - e t;v^;v;^;V'^— ^v-tf ^x;!" 
5}^-;^^) T'tt^$tLTv>-c^> iv>5&;i/^t^>(';V'*. 1 -T^ff-v^-;i'*;v**-^v. 1- 

tb|E#2 004-3099284 
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^--J : 6/ 



[0 0 1 1 1 

iiLTti. mk.\t. n-7'nif;v, 'fyyntf;v, n-r-^;v. 

-iV-fi-T^/^ sec->^■f•;^^ tert-':/-^;^^ n--^>f-;i/, ^v^>'f-;i/^ 
^ 1 -;>«'^;v7'n tr;v^ n-^^'>;v> >fy^^'>;i/^ l , l - v-?{ f-;vyf^;v^ 2,2- 
•f-;v>^'^;v. 3 . 3 -y^ 3 . 3 - ^;i/7'n if;v^<^C i - e T;!'^ 

;V^:^;vJ t LTti. Mx.tf^ TV^V. >fV7'n^^;v^ 2-^^;i'TU;V. 1 

-■/a^-;v, 2 -^f-;v- 1 -•/n/^?-;w l-'/x— ;Vx 2--/-r-;v. 3-:7'x~ 
2 1 -r-7---'v, 2 2 -7'-r-;v> 3 2 -y7^-;v 
, 1 -^^T^ — 2— — 3 -^>'-r—;v^ 4-/^^/x^;v^ 4— 3 
-✓><>'x^;^^ 1 -^^-fe— 2-^^-t— 3-^^-fe-;v, 4-^^-b— 5 

ttTfi^ 'mk.\t^ l-T'ntf-;^, 2-"/ne-;v, 1 -y^^ 

2-^f--;i', 3-y-?^-;v. l-^>^:::^;v, 2-^>^— 3-'^>'^— 

4 - ■^^'•9^-=-;i'^ 1 - 2-^^i/'— 3-^^'>— 4-^^>'— 

5 - ^^v-;v#<7)C 2 - 6 Ti^^=-)\^i)^mihf\^^. ^i-e. T;v^-;v«^aJ^^t L 
•c{4> tIfiaLfc ^fi^$tL"rv*T"^> iv>7 V jci3frt-5.7';-;v>&^'%L-cv^-C'i> iv^ 

[0 0 12] 

V^^^^^J I3j3lt^ai^*t LT<^ ra^^tLTV^Tt j;v>v^n7;V4r;Uj lC:fett'5) 
\=/i;ury^^y^\ tLTti, -Mx-tf, '>^nynbr;v^ v^'n^f-^;!/^ ->:J^n^>^;v 

, '>^n7;v^;v<^aJ^*t LTfi. friBLfc ra^$tt-Cv>-c=b J:v>7'J-;Pj T&^^ru 

& o 

RT-^^tt;?. ra«l:?tLTV^T^ J:V>3S*fe<7)^>fb7fC^*J r>* rai^l^tLTV^T 'j) J: 

aia$ttTV^T^> J;v^v^n7;i'<5^-;K;oeife^i: LT{4> ItflBL/^ ^a^fe$^^'rv>T i 
J:v^7';-;VJ t':felt^7'J -;V;6«;tL-CV^T«> J:v>ama£i:|WI#*^<^|WIfl|*|&, 

[0 0 13] 

R-C^§ixS raiSI$aTV>-c^ J:v>:g^^<^^-ffc7fc^^J ^ J: ra^^tLTv^r "i) J: 

ffiiE# 2 004-3099284 
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[0 0 14] 

maj ram^ttTv^T^) «}:v*f-:t-;nfej icisit^g^at trti^ Mx.{f> >'^ 

1 _ 6 T;V=3^i/ ^ h^~>> J^h^v'^ hU>';V:tn;>t h^v. 2, 2 , -2 - h U 

7;v:tna^h^>'. hi;^nn^h^'>, 2, 2, 2 - > U n na^ h ^->^) 

, T'y)i^ (Ci - 6 t;^*^'^;^ (^fls T-t^;v. :fntf:t-;v. ^^Vn' 

n-f;H^) . -^>V-f;v. Ci - 5 7;^^;^^;^*^;^ p( ^ >x;i/5^-;i/^) , ^ 

, h^e/3!;;v:^*— ^^^->:^;;^^-;^^ h U '7;v^npt h^->*;v5j?-JK 2, 2 
, 2-VVy}l^tuj^y^iy:fy}V:^=-)V^ h 1; i^nnpJ h^v:*;V4?-;v, 2, 2, 2- 

v^^^ K-f;v (#iJ. Ci - 6 T;v^;i/-f 5 bM;v ('^> 5}^;^5;^-f $ T-fef-;vW 
5 K'f;v^i^) , Ci - 6 T-'va^v-r^ K-f;v, Ci - e T;v^;v^:^-r ^ K>f;v, T 
> 1 ~ 2'li<oCi - 6 T;v^;vt?fim$tLTv^t:"fe iv^T5 y ^rif-eSSI^tt 

TV^-Cii<. iTt, 2'(iOfima**^^ig^t-^lC^:cT^t»cT5y ^SrM-r*^-^ 

- 1 0 TV ^^>&LTV^Ti <tv> 1 -lf^9y-;v. l-li°nU;V, l--f^^ 
VU 3 ~ 8 M iiS-t L < 5 ~ 6 A) O^^T 5 ^ * tt^ o 

[0 0 151 

tVXii. mm<^:^ j:.;^xMk$ tL/c:^;v>K^ Mb 
T V - ^ ^ * -'i' -'i^ - T 7 ;v ^ ^ ^ V * )Vyi^~}V^-fy^mf hix^o 
V'/Vdpv'*;v^— sec-y h ^'>*;v=i?— tert-:?^>^'>*-rt'^— ^^f^ 

ffiiE#2 004-3099284 
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8/ 



C 6 - 1 0 TU -;v-C 1 - 4 T;v3:^->-:^;v5}?-;v3&if) Lv^o 

o 

[0 0 161 

n^^;v, ^^•fe^;v^coC2 - e T;v^-;w^) ^ v:J'nT;v 

v'i^ n tr;v, v-rJ^ n-:/f-;v, n/>t>'f-;v, i/^' n-^^ v';i/#(;oC 3 - 

- 1 0 TV-;v^) ^ T9;v#;w ('E^J^ -7 j^:^^;v^coc 7 - 1 0 T7;i'^;v 

coCs - 1 0 T V -;vt;V'>--;v. L< j^-jv-c 2 - 4 r^v-J^-;!/^) . 

•Hj^mfhfi^o ^®iglT;v4r;K 'B:jStT;v^-;v. ->^aT;v^;v^ TU-^v. T7;v^ 

^^'>;v/^<0Ci - 6 T;v4r;v^) ^ T-y)\/ (M. T-fef-;v^ -fuM-^ 

fcV'^n^ ;v^(7)C 1 - 6 T;V:^/^;V> ^^-v*.l';v^) ^ *;v^:^'>;v^ Ci - 6 

^>D<>'>lli^ (Mx.{^. 7 5'm> ^^%m T'«^:S.tLt:v-T^> iV^i&jilT 

;v^;W 1 '3:v>L5'(io^Nnr^Ili^ -7 -a^^m) 

ai^;!/, n-yne;^, -<y7'nti°;v, n-r-f-;v. 'fv:/^;v. sec-y^;v. t 

itL^OS^ftJi, |Wj-^ jtti^jfcoT 1 ^/it±2 ^jV^tSia (Ift L<(±1 tfc{±21@ 

'>;i'^<OCi - 6 T^V^JV^) X C3 - 6 V^'nr;!/^;!/ {M> i/^ U'fu\£)\^^ i/^u 
•7'^;v. i/^n^>'-5^;v, 'y^u^^iyji^^) , C7 - 1 0 T9;v^;v (M. ^>>^>»v> 

miE# 2004-3099284 
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9/ 



C? - 1 0 T^;^^;^^) ^ Ti;-;v 2--^7f-;i/^o 
[0 0 17] 

1 mmt h «m» i: ;V' 7 - ;w h ^^It-g- \^fz^<Dtj: if 7&«^tf t^;?, §f 
[0 0 181 

RtLTfi. Ci-eTJW^^v. C2-6 T ;V'^^;v, C2-6T;^^-;u. -g^ 

i^-egm$tLTv>Ti iv^:^^^ (|ftL<ti, >f:xKU;v, ^:xV7 9^;v> 
[0 0 19] 

xiim^^tfzimm^fix\f>xi>x\f^-m(om^o^^t7iimm^^-to 

oR'fbTK^^J tL-cti, -^x-ff, Ci-6T;v^v> (m^ii. ^f-i^^. jl^v^, h V 

i-t7t{i2-yne-i/>', l-t/cJi2-:/'^^V'>'^) mn^m^fhix^^ 

aiBE#2 004-3099284 



#M2 003-341 4 3 0 



^--J: 10/ 



[0 0 2 0] 

tfrifi^f. X' am^^tfza-i^ (rM ^^i-cr5 tuxii. tR^m^ 

f[T;v^;v> t;w^-;v, r^v^^;K TV-;v> '>^nT;i'^;i':feJ:tJ*>'^^nT;V'5^ 

^ n T ;v ^ ;v t iwi^o^:^: i^Ti^^if ^> tt o 

;K 2- 2- (2 -"^-^f-jv) j^f-;V35:f <^f--7^;v-C 1 - 

R5-c^$tL;2, rfim$tL-rv>-c=fe iv^R-fbTR^ftJ iiisit^S^^t Lr(±. fulEL 

5&;vM^^;i/^ (1?iJ. Ci - 6 7;v^;vtf.:{iT v;v {M^ C2 - e Ty\^tiJ 

>'ffc$tt"cv»-c^) J;v>c 1 - 6 t;v^;^:^;^*— ^✓'•if trasi^tL 

r5 -e^$tt;i) r^:^rMb^) L< JiT5 K'fb$tL/>::^;vj^*^->;v^J tLTfi. R-e 

';;v(aiiyi)#oC2 - 6 t;v^-;v^) > Mm^ttTv^T'b i v^'fi:aT;v^-;i' (Mx 

mSE^ 2004-3099284 
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^--j : 11/ 



10 0 2 1] 
[0 0 2 21 

1, 3 --7 ji- V>t 1 , 4 --7 j^^l/^J^if^&^^lf ^tL:?)o 

, C2 - e T;v:«;y>f;v. ^^yM;^. ^^uy>if^fLX\/>x^ X\^>C i - e 

[0 0 2 3] 

ItrlB^ff^ Y' im^^tfzli- (=0) - «r^1-o 
Y' tLXit- (=0) - Lv>o 
[0 0 2 4] 

^ (I) xm^ii-^it^mtVXit, X7&«^>g-#-C*«5, X' *«il§'^¥T-ab 19 . Y**S 
^?ttTV*T^>iv>Ca - 3 TJWdM/^-t^a^ij, y ^*-c (=0) -•C*;&'fb'a-ife56«i? 

[0 0 2 5] 

mA-e7K$tt;& rem^tLTv^T'j) tristt'l. r-^^^^^mj tL 

imm-t^m^ imm"^) tux. ^-^j:< ti> im<Dm.mB.^i^m\^. ^ibtcmmji^ 
^ mnB^isxv'mm^'¥-m-i^hmittirz^7^um^i^\,>h3m L<f±i55:v^L 

mmm2 004-3099284 
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^--J : 12/ 



mAx-^^fi^ [WM^fi-c\^>xi> x\.^^mmmmm ^^i^ih [^mm^mm 

nAx^^ti^ rem^tL-cv^T'fe iv^-^M^^^mj izi^if^ [^mmmmm} 
^^.<Dwmmtw:mwm^j:^m:Ki^j:\^^v5m imtv<ii. i^v^ls^) smb-cv^ 

[0 0 2 6] 

nAt\^xiim.^^fix\^^xi> x\^^}£^y-j>mtfzitm^^ftx\^^xii x\^^\d^^} y 

Hbi 11 




nbi2] 

— r/T\ — 

[<k 1 3 ] 




[0 0 2 7] 

HiflB^'^^. ^J:z/Z3 fi-e-tL-rtt^SlL-CJiji^'^^* /.rtiam^tLTV^X^) iv^- 
& o 

Z^ :fei?/Z3 tLTJi. -ea-etL, ^^^tT^cfi^^V^', :i-^U>^ hU^^W^ 
[0 0 2 8] 

1frlB^4'> {±^^^*^fi-N (R«) -=Sr^Ls CiCt?R« fi^^MT-, 
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^-i^ : 13/ 



XTT^^fii r«m$n-cv>t:^> iv^R-fbTK^^J icjsit^Si^ft^i L-^fix ttfiBb 

[0 0 2 9] 
[0 0 3 0] 



Hki 4] 




tt^$ti.Tv>r J:v>R'^b7K^»^ «m$tL-cv^-c^> iv>T;i'3^v*> 
v^T^/^'^^L. r3 {±7jc^l^^. »^$tLTv^T^> J:v^^'^b:^^*^ ^:^T}VitiiL 
v>T^> iv^R'fbTlc^^^r^L. r2 {±ri t/^t±R^ i:. R^ t -etL-PttSlv^lc^ 

[0 0 3 1] 

R^ , r2 , r3 , r" -^^^ti-S rS^^^ti-trv^T^) J:v>^'fb;^c^^J K^if^ \m. 

it^mm] fcL-cti. -E-tL-etL. m^if. mmLtzR^ XT^^ti^ r«m$tL-rv^-c^ j; 
7K#»J K^if^h mM& tmm^j:m.<Dmm<7)&^j: t':d^m ifhu^o 

r^ . r2 t?^$tL-& rg^^tLTv^Ti iv^T;v3^v*J (^T;i'3^v'»i: t-cti 

. Ci - 6 (^«T;V3c3rv/^ (^J. p{ hdfv', x-h^v. yn.i^-^ri/. •:^h^>'> 

tIc^^j iizisif^ m.mm tmmti:m.(ommo^^j: if-^mif hKho 

R^. R2, R3 -C^^tL^T-^^V^fc LTii. RT'^^tL^ r«m$ tLT V^T 'Jj J; 

Ri. r2, r3 T-^$tL>5, r^;^x;Wk'bL<{±T5 Hk$^^•C■v^T^>iv^:^;v*•^ 

[0 0 3 2] . r 

r2 *«ri t^tiR* R^ >&*R* t-?-tL-r*Li:v>tcj|g'^L-t:?g^LTv^Ti)iv> r 
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^--J : 14/ 



mm.) ^j:t'^^^tivZo 

if, \£VJy. }^ypy. ev^v^^V. Vfn-;v, -f^^TV-^V^ tf^V- 

J; CF-f V ^ V- ;vm^ if) ^ if 76«^tf hfi^o 

l± 6 M) (D0^^mm.m^ m^i£s x h ^ t Kn e V v V H Fn t° V 7- b V 

HKntf^v^V, r h7t Kntfi; x h 7 li Kn tfU >^ i;iiKntf7>'^ 

Fn tf n-;v, t Fn^:t 7 ji >?llF^7 7>^ tf^VvV. ti^^vV. ^ 
i^^f t Fn i; 5 vv. Fn try ^vV', x h 7 Fn vf 7 ^;^>^l;>'^ tf 

7li Fn-^^TV-;!/. 7- h 7fc Fn^ y-?^TV-;v> x h 9 t: Fn:^-:^-t:/~;v, xh7 

t: Fn V V- ;vm=5: if) ^ t'^^^^lf tL;S> o 

C3 - 1 0 '>^nT;v^:^ (^?!lx.{f^ i/^'^■:fx>^ '>^n^vx>> ^/^^n^^^f 
-bv, v'iJ'n^y'xV. v'^n^^'x^^if) > C3 - i o >'i^nT;v*> (^£{f> 
^u-f^>. 'y^'a^y^y, v'i^n^^Hj->, viJ^n^-/^^', v rJ' n :r rJ' ^J' > ^ if ) 
^if;&^^lf f>tL^o vi^n7;V'}r^ t L-Cti> C5-6 v^nT^V-^-^ (^Jx.{fs y^ 
u^yy-y^ ^/^'U^c^-fe^ 35: if) *if;&«iftL<> v^'DT^V^Vi: LTtiCs - 6 
-yi^uTy^ijy {Mk.\t, -y^u^^^y, -y i/ u ^y ^ y tji if) i£}fifiUt\.\^^o 

(f> ^*m^Jil.^tca^JlT=^ lIS^v^LBI® (Sf5L<{i2l@) -^tf5^v>L9M ($f 

, X h Fn tf9^^>^ X b 9Vi Fntfn-;w^ x > 9 li Fn 5 if3&*i 'J 

r2 ,&?ri tTtliR'^ ii. R3 i)^R^ i:Sv>t3^^LT?^^i-^ r«^$ tfCV^T ^> J: 

J lci3tt'2>Sm^i:Rl^<^^*if**^*f ibtL. i tLib <^'ffijt<^)g^^^^i«^^■^tl'&ffifi^- 
l ^v^L51® (Mt L< {is 1 55;v^L31@) S^LTv^T^j iv^o ^ TSm^ttTv^-ci 

ifWt Lv^o 
[0 0 3 3] 

R^ fiR^ . r2 , r3 ^fz\tR^ tsvncM-^LTSm^tLTV^-r^) J;v^m^5^^L 
•Cv^T^)J:<, mi: LTt±R2 7&«Ri t/cliR'' i:i:v^lca^LT?^^i-^ T^J iil^l^BI 

/vTRT'^^tL^ r«m$tL-cv>T'^ j:v^m*m«j \zi^\,ihm.i^^hwm<r>m^£ifi^mf 

la) tt^LTV^Tfe J:v>o 
[0 0 3 4] 

ltfia^4's at±0. \tfz\i2 (SftL<ti2) ^Sr^-To 
[0 0 3 5] 
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^--J : 15/ 



^ (I) x-m^i^^it^mtLXit. N-(4-((4-(3-((6-i5'nn-2-^7^;i/)j^;V53^-;i/ 
) 7' n /nV >f -1- tf 7 v' ~ f - ;v) -3-^ . 3- ^ T V- ;v-2 (3H) - U f » -N- 
> f-;vT ^ 4-((4-(3-((6-iJ' ^^-2-:^•7^;^)x;^*-;v)y^/^v ^ ;i/)-l-fcr^7 
-;^)^ ■^;^)-3-^■^;v-l,3-^T^/-;^-2(3H)-'1' 5 N-(5-(l-(3-((6-i^ n n-2--t7 
f - ^ ;w ^ ^ ;v) -4- tf ^ U - ^ ^ -3- ^ ^ ;v-l . 3-^ T V- ;v-2 (3 
H)->f V •7'>')-N-;<f^;VT5 5-(l-(3-((6-:5'^^-2-■:^7^;^);^;^5^-;^)7'^/^v -i 
;l/)-4-tf^i; v^-;i')-3-^f-;V-l,3-^TV-;V -2(3H)--f ^ 2-(2-((l-(3-((6-i^n 
^-2-■:^■7^;^)7.;^*^;^)y^^^v ;v)-4-tf^i; ^ y )-l,3--^T V-;v-3(2 

H) ;V) ^ y - ;v 3S: i:\ ^ {i i tt f> if W tL<m^^hMo 

[0 0 3 6] 

. mm^mizffmL^ ^^mm^fhfi. Mx.{f^ hV7nn@i^. pm. ^^n^^ 
;v*>'m> p-v)^^>^)v^^>m. ^^&M. mm. 

[0 0 3 7] 

it^m (I) OT'n F7-;' i^^Ji. :4.#F«3lC;fc5lt^^S^#T-eS^^im^l^ J: ^KiS 

Lx^t^m (I) t^^<bi-;5.^b'^i^> sm^tciJ; i9ijn7K^<!i'^if'^^«i L-c-fb^t? (i) 

m-^^Ti^Mt. T;v^;Hk. i? ^m'^k^tL/^'^b'^% mx.it ^ it^i^ (i) oT^y»;e>^ 
jL>f ^;Hb> r^-Mb, ^:^-^;i'T5 y *;i/^::^;Wb> (5 -p^-^^-n^- 2 

V-l, 3 -v^^V 4 --f ;V) :j?-Mbs T- h 91i Fn77-Mb 

, tfn V y;^^^;Wb^ liVN'n-f ;V:r^v'^^;Hb> t e r t -^^Mt^fitiit^mti: 

if) . -fb-a-^ (I) <^7K^*^*Tv;Hb. T;v^;Wb> >9^m'^b. (J ^m^fb^tL/i-fb-a-^ 
(l?!lx.{^. it^m (I) 07XmS:*^T-fe-f-;i/'fb. h'f ;Hb^ yn/iy-fMb. 
^W'Mb^ ^J-^i^-Mb, 7vU;Hbx T7~Mbx v^jj^-^^^vt^ ^ j^^^v^^^j^^— Mb 
^tL/t'fb'a-^^rif) . afe;i.vMi. 'fb'^iij (I) <^*;i/5}x-^->;v^>6?ji>?.x;Hb. K<b 
^tL^^'fb^tl (^Jx.{f. ^t^m (I) (7)5!7;i/.i>-if$/;v^;6*a^^;i'jcy?>-rMb. 
>?>r;Wbs :^';W5i<^v^^;vj^J^x;HbN v^f-;vT^ ^ ^•^-'V^^^xMb, t:V^-n-f;v 
^^v;»<-^;v3:.;^xMb. h ^i'*;v>K-;v:t^->j^^;vj^:^x;Wb. ^tJ^ u 
T-;Hb> (5 2 -^^v- 1 , 3 -y^^ v v;^'- 4 --Y ;v) ^ 

if) mt^mifhfi^o ^fih(r>^t^mit^i^^m<Di3mKXK^xit^!& (d ^-fb^jt-r 

tfz. it^m (I) c^T'n K9 ^yj^ti. JAilI*;£l 9 9 O^fiJ m»p°pOM^J ^7^ 
:9-T-l£tM 6 3K;6-(b 1 9 8M4CiBm$tT,Tv>^ J; ^ jfc, -tSfi^J^^-C'^b-^ifej (I) tc^ 

-fb-^j^ (I) {±. m^Ttm ^h. ^''c, ^ss.izsi;^.^^) rj:ifxmm^fLx\,^xi>ii 

[0 0 3 8] 

iiX<, if^a^^^thxii. ^t^m (I) <Dm.tmu^i><o^i^-&'mfhfii,o 

2004-3099284 
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Uti 5] 

R— X— S(0)5-X— Y— r— N A'"NH * L^— Z^-Z^-Z^— B 



(III) 



(IV) 



R^— S(0)^X— Y— Y'— N A*" N— Z'-Z^-Z^— B ("'> 



[0 0 3 9] 
Htl 61 



R^— S(0)^X^-^*— N A'"NH * R^'— J^Z^— B 



(III) 



(IV) 



R— X— S (0)^X^-^'- 
[0 0 4 0] 

['fki 7] 
R— X— S (0) a— X— Y— COOH 

(V) 



-N A" • N-f-^-B 



* nh^a)— z^-z^-z^— 6 



(II) 



(I") 



R— X— S (0) a— X— Y— — nT)— Z^-Z^-Z^— B d"') 
[0 0 4 1] 

mi 81 

R— X— S (0) a— X— Y— + NH^A^-Z^-Z^-Z^— B 

(VI) (II) 



R— X— S (0)a— X— Y— N^7)-Z^-Z2-Z2— B in 
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[0 0 4 21 

Kbi 91 



R— X— S— X— Y— Y'— N A 




(la) 



R— X— S (0)^X— Y— Y'— nT)— Z^-Z^-Z^— B 



(I) 



[0 0 4 31 

U\:2 01 



R— X— S (0) 1— X— Y— Y' — N^A^Z^-Z^-Z' 



-B' 



(VII) 



(VIII) 



R— X— S (0)i— X— Y— Y'— nT)— Z -Z^-Z^— B 



(I) 



[0 0 4 41 
[<k2 11 



R— X— S (O)FHyi + X' ■— Y— Y— nT)-Z^-Z 



1_-72 -tS. 



(IX) 



(X) 



R— X— S (0) F-X— Y-^^— N^T)— Z^-Z^-Z^— B 



(I) 



[0 0 4 51 

^ (IV) 

m2 21 

t'j^m-r^^m =S:^ -ftfeoiB-^ttifriBtra^tis^^-ro ] -om^ti^^t^m (iv) xti-e 

^ (III) 
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Ut2 3] 

R— X— S(0)a— X— Y— Y"— N A" ' NH 



III) xfi (IV) <7)m.tLxi±. mmLfzit^m a) tmma^^^^^i-^mtomum 

MfcLTti. TJVn-;v^ (M. ^^5^7-;^. jii5'y-;v. 7'n/NV-;v. ^VT'nyN- 

h i; iJ'nnj^-?^l/>', i , 2 -y^J^ n nai^ ^nn^y-^fy^) 
s ^itTi^mm n-^^■^^>^ ^^•If^'. ^;^Jl>^) , K* (f?a. >}^;VAT5 
K. N,N-y;»J^;V*JVAT5 N.N-S^^^^JVT-fe hT^ K^) . ^ > >® (i^J> 

:ifiK)Blt'SfWi'X^M^(O^^T\z^^X^X<^ -^(0 X ^ ^^&t LXii. M^i^:^ 

mv)"^^-^^ y^mit^')^-^. 7i^m^ti-vv ^2^. :^mitij)^^i'^^. Rmi-y)"^-^ 

h i; j:.^;1/T^ >^ (n-yntf;P) T5>. (n-"/f^;v) 7 5>. V^Vf 
nfef;Va^^;VT5 >^ n^^->;vv?^ ^;vt 5 t?';v^>^ ;v^v^>^ y-nUv^ 

^E^fi-fb-g-ii; (III) \zn LT'fb^^ (IV) =8: 0 . 5 ~ 5 ^1:^ »tL<ti 0.8-2^ 

RlSiaSt±-2 0-200 *f^L<(iO~l 7 O'C'e^^S.o 

R/SB^P^Ji'fb'^^ (III) Xli (IV) <Dmm. «<^a^. ^f&rajg^t^J: 15^*^** 

[0 0 4 6] 

^ (iv) 
Hk2 4] 

0 

r6.__11_23_£ 



aSr^-To D t^^^tts^k-^tr (IV) lUit^<^'i^>^\\.^m (III) xti-e-coJ^t^KS? 
-^;?>^ii; trior, ^b-^tj d") =^miti-^-i:;^)«T-i<i,o -fb^tr (iv) Xii (Iii) 

° ^^^ifeti-fb-^i^ (IV) xtt-e-or^fc-fb-^!^ (Ill) XJi-e-om (ii^m, ^tl^m^) ^^?> 
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Tii. mm^ mm. (iri. s^m, ^u}^irymm > ;^;v^s>'ma ( 

7T-;^;V*>-^^) mT!)m^^hfi. MjtmKii. NaBH4 > L i B H 4 ^^m^^ h fl 

tfz. ^m±^t^m (IV) jLii'toutit^m an) x{4'?-<^:^ (iiM;^. 

m) ±ffi(^m<^#^T^ NaBH (OAc) 3, NaCNBHa 4rfflv>S Id J: 

■o'fc. 'fb^ti d") ^m^-r:h^ti)^x^^o 

Mi:LTti. 7;V3~;i/^ (^j. ^^'y-jv. ju^y-ji^, 7'n/N'y-;v. ^vrn/-« 

KBii^\:^<^ (III) ldMLT>fb-^tl (IV ) 0.5-5 1 1 < f4 0 . 8 ~ 2 

EB^ma- 50-150 "C, $ftL<(4-20~lO 0'CT-2b^o 

Rjs^^ii-fb^ti (III) xit (IV) osm^ m^i^mmKxy) 



[0 0 4 7] 

^ (V) 
Hb2 51 
R-X-S(0)a-X'-Y-COOH 

[.^f^<Dm-^itmmtWi^mt:miro 3 ■e^^tL^'fU^tJ (V) X{±-e<^^i:^ (II) 



it^m (I'") ^^it-r^&^fc^^x-ii^&o 
:*:fet4'fk^t> (II) jni^<Dm.tmmm. (v) xt^-eoJ^ (*t^:^. ^m^#) 

{4-?-<^^JSW*# (^^(^m^^7^ mT>^K> milTK^^x ?i-g-m«S7lci^ 

o ^t^m (II) Oi^fcLTti. miBU/^'fb'g'tJ (I) tmHmMi:M^irZmtLX^^ 



[<fc2 61 



NH 
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mAmtLxii^y ci - 4 T;v^;vRmM'^mM7jct/ m^itMmm. (v) t^^^^ 
-^miiTic®) . ci - 6 mm-^ )i^^ymu^mM7i^m m^irMmm (v) iii^m. v 

T^im. T'nt'rt^m^ ^v§&m. ^ vW^m. v:V^';^m> 

mti^s^MTk.^ («?ijx.if^iim (V) t^M.^m.. p-v)^^ p - n u^g^^m. 
iHttT ^ K L -c it^mm^mmt^m t<DT^v immm. ( v ) t e ^ v- 

^m^) s =*-^V^ ^:^^V, Ci - 6 T;Vdp;V^:t (l?D 

•/ae;vf^:t, ^TgJfe$tLTV>T^> J;v^) ^:d*W^tL^ 

, -7-7a^y V <D\,ii()^p-=-huy 2,4->^-b 

V Ty*-;V-3:-J^x;V. 6 -^^nn- 1 - t Kndf-i/^yy'h V 7y*-.'V^^.'r;v 
, 1 Knilr~>- 1 H- 2 -ev K>'a^;^x;V^5&5^lf'btt-2)o Mtt-^^^^r-;!/ 1 L 

tert--r h^->^) ^ ^^u^ym.^ {mk.lty'y^^ ^.M. ^M^) . Ci - 6 
T^v^^vf-* (^aix.tf^^;v^:tx •/ne;v^^, f^jvi-tm #-e«^ 

Dcc> wsc, Dic^) . (i?fl> i/T^ «9 dp pa. b 

OP-C 1^) , m^b4- (4. 6-yp<h^'>-l. 3, 5- h VT':^>-2->f 
- 4 -^^;V"=e;vy * V ->i7i>. (DMTMM : iJ^^i^-v^^, xh^^Kn^, 1 9 9 9 . 
5 5> 1 3 1 5 9) <D^:&TK^t>fl^o ^(DX ^ tji^Wkh LTli. :^~7-)Vm 

^oo.i^;VA, Egi^^bM^N hV^nnaif-vy. l , 2 - v^' nnjr.^j' y, 
nn-^y«fe*y^) . m^imm (^J> n-^^-9->. ^y-fe*>> h;i/a-y^) , T 5 Kli 

Rf&ti^b-a-^ (V) iizn'Lxi^^m (id o. s-s^a. m-^x^i^to. 8~2^i: 

RiSiasti- 5 0~ 1 5 ot:. »t L< {i- 2 0~ 1 0 o'C-e^;i>o 

^]Bnm\tit^m (v) xti (id (omm. mwRVFmM<omm. u.Bum.mKx^^ 

S o 
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[0 0 4 81 
^ (VI) 

R-X-S(0)i-X'-Y-L2 

] -ea^tt^s.'ft'^t) (VI) xii^(Dm.ti\:^m (II) 
O'fk'^t/ (I"") ^^at-r^i fc^^^-e^;i>o 



tfz^KBit^A<O^^TI,z^ifoXi> J; < > ^</)X^ ^j:^^t L-Cii. '^J;ilf7X*'fb* 

'^Atert-yh^i^ F> ^ h U -^i^^ > h% -t V V V. ^ ^^.tert- 
fh^'y v^<DRmm 1 ^sr L 6 (D^m r ;v ^ v -e^u x. if TKm^fk u ^ a , 7Km'fb 

U^^;i^T5 {n-'fu}£)V) T^V. > 9 (n-^^^v) 

RlSli^k-^t? (VI) izMLX^t^m (II) =^0.5-10^1:. §f^L<fi0.8~3 
Sf&?ajK{4-3 0-2 5 0°C. $f t L< (i- 1 0~ 1 5 0*CT'ab^o 

RBmmmt^m (VI) xt± (II) mmomm. KiBu&mhzxy)m^j:^*^ 

[0 0 5 0] 

^ (I a) 

^1:2 81 



iltizx^. ^ (I) tc^fev^Ta^^l t7t{i2t?*^<l:^ii)=SrM-r^ii:^^-e§^o 

mii^M^MMm. m-i^nu^^MMm. Mmmm(^mmMm. mk.itm^mm')^^ 



mM^tLXii. mkl:£T}V=i~)Pm im. :^9J-r^^ :x-9J-}y/^ 7'n>''?y-;V. 
:/o>'ty-;i/. -r^J-J^^ tert-'/^' y -JV^) > (M. Vir^^^y. -r h 



[0 0 4 91 



R— X— S— X— Y— Y'— N 




B 
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y^y. , rm (n. *;vat5 K n,n-5^^-^;v4^;va7 5 K; 

f- ^/ A . 7m.iti- h 'J A , ;icm'ft:* U -i/ ^ if OTfcm-fbT ;v U TKm-fb-^?' iJ'*^ 

^jSli^b-g-tf (I a) ^tZMl^xmitmaO. 1-2 Omm. UtL<iimO. 4-10 
^b7X*m^ uvm. ii:^^m^<7)^m«. >i5'>;^;v*>m. j^^vx;v*>'^. 

(i-fb-^tJ (I a) t'MLTO. 1-2 0^»s $ftL<{iO. 5-1 O^^-C^^o 

m>u.mtm- i o'c-*t2 sot:. $ft L<{iiij-5t;~*ti 5 or-c^So 

1:9-P^~^5 O^M. L< (i*^5^F^-j^2 ^W^Xh^o 
[0 0 5 1] 

^ (VII) 
[>fk2 91 



-To ] xm>^f^M\.^m (VII) ^ (VIII) 

Hbs 1] 



. >ffe<D|B-^{4Htriat|WI^«'^^f o ] XWo^iC^^M'C^m (VIII) ttrRfS^-^'S- 
J:f)'fk^tJ (I) ^W&-t^^>^-b^X%ho 
%'^\%\Y.^^a (VII) t^k-^J^ (VIII) <!)^f*>ttSo 

ffiiE# 2004-3099284 





HbS 01 
H 



H 
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^--j : 23/ 



m^mt^m (VII) izMVXit^m (VIII) 0.5~5^g, jiftL<« 0.8-2^ 
0-1 5 ox:. ntL<li-2 O-l O O'CX^^o 

m^mmiMt^m (vii) (viii) (omm. mmR-cf^^<Dm.m. ^jsza^^i^i 

f)m>5:^^^ ®t*^l^W*v>L#«jl 0 0B#^. Sf^L<}±jKJl 5^5-F^«:v>L^4 S^H 

[0 0 5 2] 

^ (IX) 
Ut3 21 
R-X-S(0)r-M 

m^ti^it^m (IX) Xti-eo^i:. ^ (X) 

Hbssl 

/ND'^'^ji^ yym. m*. a-^m^) ^ l~3i®<^^^^y>M.T-t?#m$ 

i!r'>. p -^n^^v-if :/;^;v*-;v:t^->^) t t±7fc®?*^J ^) ^^ir^T 
EBit^t^m (X) izHLXit^m (IX) 0. 5~3^fl:^ Sf*t<{iO. 8-2^ 

KB^Lmii- 5 o~ 1 5 or. L< }±- 2 o~ 1 2 ox:x$>^o 
Rjz^m^i^tit^m (IX) xt± (X) <Dm.m. mmRv'^^(omm. KfB^mm^^^ 

[0 0 5 3] 

±gB#K^D-efflv^-2,^M>^% (ID . (Ill) > (VI) ^iiXJ^ iX) {i. Mx.if. m 
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^-v: 24/ 



[its 4] 



X'— Y-COOH (XII) 



X--Y-l.^ (XIII) 



HN^^N^^ (XI) 



R-x-s{o)s-M m 

R-X-S(0)s-X-Y-Y'— N A" N-P^ 1^ R-X-S(0)r-X'-Y~Y'-N A"* NH 



R-X-S(0)j->C-Y-COOH (V) 



R-X-S(0)j-X'-Y-L' (VI) 

10 0 5 4] 
Hb3 51 



R-X-S(0)3— M 
(IX) 



R-X-S(0)a-X'-Y-CXI0p2 
(XVIIl) 

[0 0 5 5] 
Hk3 61 



L^-Z^-Z^-Z^-B (IV) 



)-23-B OV) 



[0 0 5 61 



(XV) 



(HI) 



X"— Y-L^ 

(Xiio 



R-X-S(0)— X-Y-L^ (XVD 



R-X-S(0)s-X'-Y-COOH 



1 

^A^N-Z^-Z^-Z^-B ^ P^— N^A^-z^-Z^-Z^-B 









L^-Z'-Z'-Z^HB- 0>O 
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ms 7] 

HN A V-Z'-Z^-Z^-B 
(II) 





X"— Y-COOH 








(Xll) 
















X"— Y-Y— N 



(XIII) 



X"— Y-COOH 
(Xll) 



(X) 

:e5£u'| L^-R"" (Vlll) 

_^ x-'-Y-r— N^T^z^-z^-z^-B- 



(X") 



X"— Y-L-* 
(XIII) 



HN ^^^^Z^-Z^-Z^-B- - 

oax") 

[0 0 5 7] 

^ (XI) 

[<b3 81 

m (XI) X{±^<^:^i:. 
^ (X I I) 
['fkS 91 
X'— Y-(X)OH 

C^*0|B-^«Iflii««^^i-o ) X^i^^fLi>i^^m (XI I) Xfi-etLib^^^i: 

^ (XIV) 
1^1:4 01 



X"— Y-Y— N A'" N— P 



,1 



Rj;&{i>fb^tr (XI) iCJtL-C'fk^!^ (XII) 0.5~5^s. 0tL<tiO.8~2 
Rj;£ia«t±-5 0-1 5 o-c. 0^ L<{i-2 0-1 0 o*ct?«,;i.o 

KB^m^m^m (xi) x{± (xi d <Dm.m. mmRr/^&<^^m. Rjs&aS^k. 

X tj^'fe'S**. il'^il^l^-W'&v^L^l 0 0^F5. 0t L< tt^l 5^K^v>t*!j4 8^ 
[0 0 5 81 
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^-i^ : 26/ 



it^m (XI) xii^(DUt. 

^ (X I I I) 
X"— Y-L^ 

^ (XIV) 
[it A 2] 

X"— Y-r— n^'a^ fj_pi 



KJ^^mt^m (X I ) jc^^f LT'fb'^tf (XIII) 0.5-5 m^. §f ^ l < {± 0. s ~ 

KBuma- 5 0~ 1 5 O'C. $fS L< ti- 2 o~ 1 0 ot:-e^'2.o 

KBwma^t^m (XI) x{± (XIII) <^a?s^ mMMr/^&<omm. Km^^m^ 

[0 0 5 9] 

-fb-^Jfe (XI) 3l{±-€-omfc. 

^ (V) 

['fb4 3] 
R-X-S(0)a-X'-Y-COOH 

^ (XV) 

[^(1:4 4] 

R-X-S(0)a-X'-Y-r— ivTyV^ N-P^ 



RfBmt^m (XI) iC^LT'fb'^tr (V) 0.5~5SM. §ft L< {±0. 8~2^S 

t?2b S o 

Kl&Mti- 5 0~ 1 5 or. $ft L< {i-2 0~ 1 0 0"C-eab^o 

Kjs^F^ji'fb'^!^ (XI) xti (V) <Dmm. mmj^xf^^(Dmm. KJ^um^'^-^^ 

[0 0 6 01 

'fk^t? (XI) 
^ (VI) 
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UtA 5] 
R-X-S(0)— X'-Y-L^ 

^ (XV) 
R-X-S(0)a-X'-Y-Y— N A'" N-P^ 



KlBlt^t^m (X I ) tc^j-L-C-fb^iiJ (VI) 0.5-5 MA. UtL<iiO.B~2m 
R)Siakf±- 5 0- 1 5 0*C. »t L<{i-2 0-1 0 Ot:X'*)^o 

Kmmmmt^^ (XI) xti (VI) coaa. mmRx^^^B<omm. KJB^mm^^^ 

[0 0 6 11 

'fb^Ji^ (XIV) Xii'eo:^^. 
^ (IX) 

['ffc4 7] 
R-X-S(O)— M 

^ (XV) 

Hb4 81 

R-X-S(0)— X'-Y-r— N A"' N-P"" 



i^^(7)fi^iimitm±mi7^-to 3 xmt>^fL^it^m (xv) 'irs^^i-'&o 

KBiiit^m (XIV) ic^LT-fb^J^ (IX) 0.5-5^4, §f^L<{i 0.8-2 

RjSTajRi±-5 0-1 5 or. Sf^L<fi- 2 0- 1 0 0t:T'^;5>o 

R/SBtr^ii^k-a-tJ (XIV) (IX) oas. mmw^&<^^M. KiBiAmmK 
x^m^^T!^. ii't^i^ra*v>Lj^i 0 omm. is-tLiumi 5^ra^:v>Li?j4 8^ 

[0 0 6 21 

^ (I I I) 
[<b4 91 

R-X-S(0)— X'-Y-Y— N A'" NH 
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^-v : 28/ 



. -f>' -/^-bv;^". 1991v "^-f V - TVK -^J-^X 

^ =.A—3 — i^ (T. W. Green et al. "Protective Groups in Organic Synthes 

is"> John Wiley & Sons. Inc. New York) fj: tlzmm.(7yU^tfzl±'tfiKmCfz1jm^' 

0-1 5 QIC. »tL<li-2 0~1 0 OX:-C*)^o 

10 0 6 31 

(IX) 

Hbs 0] 

R-X-S(0)grM 

^ (XI I r ) 
I'fbs 1] 

X"— Y-L^ 

o 3 -C^^b^tt^'fb'^!^ (XIII' ) Xit-?:fLh<D^tiKB-^^X. 
^ (XVI) 
I<b5 21 
R-X-S(0)a-X'-Y-L^ 

( I X) KMl^Xit^m (XIII' ) 0.5-5 MA. MtL<iiO.S 

2 ^ fi] ^ o 

RJSza«{i- 5 0- 1 5 01C. L<f±-2 0 - 1 0 OX^X^^o 

KJBmwt^^ (IX) xii (XI 1 1' ) <Dm.m> mmR'O'Mmoymm. KBum 

[0 0 6 41 

(XV I) 
Hbs 31 

R-X-S(0)— X'-Y-L^ 

[^"f. fB-^{imfafc|W|^^=gr^-to ] i^^t>^ft:hit^m (XVI) x«-e-tLf,om*> 

^ (V) 

Hb5 41 
R-X-S(0)a-X'-Y-COOH 
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A. TKm'fbv^'^^A, M.m±hv^j^. ^m:^')'>^. mmy^mi- y ^ ^^^m^^^) 

^(DKBKX^^T^fi^o '5::fex K)SB#r^. KJ^^USt. RJS^P^{±:^feA-em 

klt^zSJKii- 5 0~ 1 5 CC. $ft L< ti- 2 0~ 1 0 orT'db^o 

re^PB^ii-fb^^ (XVI) c^^ia. mmRi>^i^^<^mm. KJBummKx^m^j:^:^^ 

. 5l#*t)1^9-F^'5;V^LItJl 0 OB#F^, ^tLUmi 5^t§*v^L*?j4 8^F5-e*;2)o 
[0 0 6 51 

it-^m (IX) x{±-?-<^mt> ^ (XV 1 1) 

Hb5 5) 
X"— Y-COOP^ 

C^f. PMiCi - 6 t;v^;v (M£{^> •7°ne;v. tert-y^;K 

m^m^^-to ] -trm^tL^^fb-a-^ (XVI I) xi,i^(Dm.^KJx:^^-^^^tKxy)^ ( 

XVI I I) 
Hhs 61 
R-X-S(0)— X'-Y-COOp2 



KBlMt^i^ (IX) KMLXit^m (XVII) 0.5-5^1:. UtL<it0.8- 
KCS2a;g{i-5 0-1 5 or. If ^ L< (4-2 0~ 1 0 OVX^^o 

KBmmiMt^m (I X) xfi (XV 1 1) (omm. )^mw^^(Dm.m. Kj^^'^^mm 

},zX^m^j:^Tb\ St^tJ l:0-^^v^L*tj 1 0 0^K^ $f ^ L < {±I^J 1 5 :9-F^^v> Ll^ 4 8 
[0 0 6 61 

^t^m (XVI 1 1) xiit(Dm^M:^»mmir^^tiiZXK:>x^ it^m (v) xix^ 

li)^t>itL:ho Jfe^s, ^f&^F^. SiSM. Ki^^^miilD^Axm.m-^fifzK 

0-1 5 Or> $ftL<t4-2 0-1 0 OVX^^o 

BLjBwmmt^m (XVI 1 1) (7)mm. mm'Ri^^m<Dmm. RBummizxy)m^j:^ 
m^mi^m^£^^Lmi o onff^. $ft l<{4^i 5^w^v>l*^j4 s^f^t^^^o 

[0 0 6 7] 

i^^m (XI) x\t^(D^h. i^^m (IV) xti-e-oJ^t'Sr^js^-^-t:. 

^ (XI X) 
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lib 5 7 1 



i^^om-^ii-mmtmMm^^^o ] x-mt^^Mit^m (xix) '^Mit-T'So 

KJiE^ii^t^m (XI) Iw^LT'fb^J^ (IV) 0. 5~5^:S> «f^t<{i 0.8-2^ 

5 0~ 1 5 0°C, L< 2 0~ 1 0 CCT-^^o 

MJs^Fflfi'ffc'^j^ (XI) x(i (IV) omm. mmR-o^^momm. Km^^mmzx 

(0 0 6 8] 

-fb-^J^ (XI) Xli'fro^mt. ^t^m (IV ) X{i-e<^^t«rMlS$^t:. 
^ (XIX) IC:J5V>TZ^ :*«-CH (R« ' ) :6*^'g-#T'^);&>fk>^t;«rm 

RC&{±'fb^% (X I ) izMLX^t^m ( I V ) 0.5-5 mA. »t L < {± 0 . 8 ~ 2 
ElSzaSfi- 50-150 t:. §ftL<(i- 20-10 ot:t?^^o 

KiSBfr^ti-fb^^ (XI) xii (IV ) M^tf:^*oms. ^jB^as^t- 

i ®'^|?Jl53'^^rV^L^l 0 OB#P^. UtL<iimi 5:^P^^V^L^4 8^ 

[0 0 6 9] 

'fb'^J^ (XI) Xii-g-comt, 
^ (IV") 

I'fb5 8] 

C^*0|a-^(±Miai:|W|jtil«"^i-o ] ■C^*?$tL;2>'fb'^t? (IV**) 

^ (X I X' ) 
['fb5 9] 



i^^mz^iimmtrnMrn^^-To ) T-^^tL^-fb-^^ (xix* ) ^mi^-t^o 

Kj^^mt^m (X I ) iznvx^t^m (IV •) 0.5-5 mm. mtL<iio.8-2m 

SjSzajSt±- 5 0-150 1:> $f^L<{± -20-10 or-e^-So 
R/SB^p^ifi^b-a-i^ (XI) xfi (IV") <^ffi«. ^i«:s.o^^^^oas. Kmi&m^izx 

19 ^55: jl-^lfj 1 ^ll«:v^ 1 0 O^K. 0t L<ti*5jl 5^P5*v^L*Jj4 8^^ 

10 0 7 0] 

-fb-^i© (XI) Xf±'?-<^:^t. 
^ (IV"') 
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-J : 31/ 



Ut6 0] 

o 

6._1J 

^^x, ^ (X I X* ) i,z^\,^xz^ i)^-CK (R^ ' ) -x^y), z2 

KJBiMt^^ (XI) KMLX>{t^m (IV'") 0.5~5Sfi. 0tL< (±0.8-2 
H:iS?aE(±- 5 0 - 1 5 0 "C^ $f ^ L < t±- 2 0 - 1 0 0 "C-C^^o 

Kjs^^mk^j^ (XI) x{± (IV') (omm. mmw&^omm. KBumm^ 
mx^^o 

[0 0 7 1] 

'fb'^tJ (XIX' ) Xii^<Dm.tjt^!^ (VIII) ti:KB^^^^t},zX^. 
m (XIX) X(±-?-<^m*miti-^ii:>6«-e^;2>o 

^k-^!^ (VIII) h(DKix:^xum-^KfzK)is^n^'x\t'tfi\zm'f^ijmKii<>x^t> 

10 0 7 21 

^t^m (XIX) X}±-?-<^:^<^mAS:fllfiS£1-*g«lg^±<^^^» (P^ ) ^^.^-T^ 

^ (XX) 
me 1] 



[0 0 7 3] 

'fb^^ (II) Xit-^<^m.t^t^m (XII) Xf±-?-ttP,<^mt=£:KC&$-li-T, 
^ (X) tc^v>rY' (C = 0) -T-*;i.'fb^%?rM3t1-*o 

Ki&fi'fb'g'Jfe (II) tCJtLT'fb'&^ (XII) 0. 5-5^:1. L< {±0. 8-2S 

S/S?as{±-5 0-1 5 ot:. $ftL<{±-2 0-1 0 ox:x$>^o 
KJ^^wmit^t^m (II) x{± (XII) <7)mm. mm.R-c^^&(omm> KJBum^izj;: 

[0 0 7 41 

it'^m (II) x{±-?-<^mi:<b'^i^ (XIII) jL\t^fLh(r>m.h^m:E^^^x. 

^ (X) tcisv^TY' ^^^-g-^-e^^-fb-^^^^it-T'So 
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^-5^' : 32/ 



sj5S{i<k^t> (II) iizMLx^t^m (XIII) 0.5-5 mm. t l < ji o . s ~ 2 

5 0-1 50'C^ 0^L<{i-2O~l 0 OVX^^^o 

KjBwmit^t^m (II) xit (XIII) (Dmm. mmRrf^^(omm. ^iSzajg^t^ 

ii-^l^jl^S-F^^v^L^^jl 0 0^^. L<{i|«jl 5^K^v^L^4 8^ 

[0 0 7 5] 

^ (X I X' ' ) 



^t) (XII) 3lfi^tt?><;0;^t4-SJS$-frT. 
^ (X' ) 



KJBit^h^m (XIX' ' ) KMl^Xit^e^ (XII) 0.5~5^i, $ftL<{±0. 
5 0-150 'Cx $jF^L<{±- 20-10 O'CX^^o 

Kmf^mmt^m (xix' ' ) xfi (xi d <Dmm. mmRv'^m<r>mm. bhi^^^^ 

10 0 7 6] 

^t^m (XIX* ' ) xii^<^^t^\:^m (XIII) xii-frfih<om.t^KSic:^^'±x 
. ^ (X' ) tii3v>TY' i)^^^^x^^jt^!^^mM-r^o 

KBii^^<^ (XIX'') KMLXit^m (XIII) 0.5-5 MM:. Mth<ii 
0. 8 - 2SST'^'?.o 
KJ^^Uma- 50-150 "C. $ftL<{i- 20-10 OVX^^o 

KJ^mmi'it^'^ (X I X' ' ) x{± (X 1 1 1) (Dmm. mmiSLX/^m<Dmm. 
um^Kii^m^j:^-^)^. ii'^it i^s-F^^v^L*tji 0 owm. utL<i,tm i 5^f^'&v^l 

[0 0 7 71 

:^feu' 

'ffc-^t? (X' ) Xii^(7>mt^t^m (VIII) ^RC£$-fr^ii:i;J: 15. ^t^m (X 

*^)Sj::*5tt^^JS^#. miZ^mm. RJBmm^ii1fmFI,zisijr;hit^!^ (VII) t-fk 
-^2^ (VI I I) t(DKJBXUm^iXfc:Km^WmXi±'tfHZmir^:^miZii'::>X^t>fl 

^ o 

[0 0 7 8] 

tfz. m(DWMt^(& (IV) . (TV). (VI), (VI I I) ;*5J:yf (I X) 



['fke 2] 




['fke 31 



X'— Y-Y— N 




a5iE#2 004-3099284 



#11 2003-341430 



^-i^: 33/ 



i^-e. ^tLXli. KBK^m.'^^fz-^^j:\^^'^(DX^fiif^ ^it<D ^ (DX ^ 
mkif. ^t^m (I) xm^^hfl^mtmm.^J:ii<^^J:i^it>^mfhfl^o 

^(OXdizLxni^fi^<\:^m (I) S:^D^i^^^)6-^bg'ft:-2r^<^¥m^ -^x-tdTtttB 
. 'f'fn. iiai. ^^H^H> hir7-7^-. n v h 7 ^ -^<^ 

m * in X. c: t:: i o T SiiSi- i i: 3&«-e # ;S) o 

[0 0 7 91 

Mt^1r^<^X. W}mt^i:>i')^m$mm m^i^^^. ^iJr, ^-r^ tfi/. 

ws> m§i5MjflL^5^. fliijjfli^:^^^. mrn'mimmi^^. zi^ay^-^^^^ 
^tT'^' • «oiflL^«#:^. . tj:hmz^A<Di^fj:^B.(D^my.^txhm\z:^mx 

^jflLteJi5jflLWi*«. 'i.^mmm'^'i<^^mf\z^mM^ji}f\znM\.fzmm^&. m 
M^mmik^i^ (TiA) . m^^m^. juat^M*. fe^i^tt/^^'Mffis. 

@S3lJiPTCA (i^.&6«jS«iMlftll??^^^ff) *fe=}fXJiT-rViJ' h ^-^^t&M^V^- 
m^^fm ici3 It ^ T ^ e 'J > ^ t^msti^^um t (D^mmmmo 
Mm: 

mummsk^m. m^mmmmm. mm^Wimm^it^. ^'^-'j^r~m^j:i^Mmm^^^> 
' -A§tmfm. xawtrnw^mmi (toa) • Aummw^^ (m) ^^t^m 

^SXtiAXM • -Ammy ^ -@ftm<^JflL^^K5 • r&ss. ^ T- > hSaXii P T A ( 

^s.6«uiiLif?^^#) mnxitTTi^^ Y^-^mHMM^ ^^-^^'^^^^(oMmwm 
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m ' ^^^^^Ksit^mm (sirs) xi±m^ • m ■ ^skm • -k^m ■ 

x-m&-t ^mm.'&ifB.mp^mmm^^ (dio > Mxti-^jfiLXfiMow^f^Cct^M 

fF?F^. "^/p^. 'i:>^^^) > ^M^^'}-7-'^Y-r7.. mw.m. ¥w 

[0 0 8 01 

^b-^u (I) '5nt't<D^^±.^onmm^-t^-fjmthx\t. ^m6^w^~m.mzm 
^^^hixx\^^:h<k^(Dm.msm-^m.m-t^^hii^x^^o tfz^ ±m(Dmi^iizmm.i-^^^ 
Kii^ 'Z^mKjBcx^ ^(Dmj^izm-r ^m.KMM^m-ii'^^^^xm'^m^^ hfi^m^mm. ^ 
^M. mmm. mm\. -h-i^^j, i^Mis^^j. mM^m. %mmim±. m&^m^^ 
xmik-r^^t-^x-^^o 

Mx.(f. ^t^m (I) xit^<D^im.Mim-t:hm^izit. mmm. m^M. mmm. 

[0 0 8 1 1 

^^M<DmtLXi±^ 5 ^:V>L 1 oafi%7='>'-/>'(0 10^V>L2 0M%T7 

;^flSt^ TJ^'^ym.i-h'j^j^m. ^vt')ymT!)^mfhti^o 

-H-i*^J<^f?3i: LT{i. ^K-i^M. :^$|, mm. y;veh-;v, i|r'>"; h-;i/, i?^V-lr 

miE#2 004-3099284 
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^-i? : 35/ 



%'{m\<DmtLXii. y^\£r^h.^ y-^isyy. ^9^y. ?kvv;v-^- h 8 o^:i6« 

m\z^^>xm'^m\'^hK:hm^n. u^n. ^^n. m^n. 'Sc^n. ^s^^j^tisa. 

[0 0 8 21 

»3 O^^Sfi*^*^^ Ub-^!^ (I) Xti-g-cO:^) i: Lxm 1 :^v-L 1 0 0 Omg. Ut L 
< J±*^3 ^v^L 5 0 Omg. S L < ti*^ 5 t 3 0 OmgX** 0 x dtL^^lH*/; 

fi 2 L 3 EI ^ltTlg#1- ^ 1 7&*T- § ^S, o 

^xi,^^j:^TbK mkitmm<^mzLx. m'Wi^m k g^tzvmo. oimg~iti 

0 Omg. $ft L< {±^0. 01~^50mg^ X y)-&t L < ii^ 0 . 0 1 2 0 m g 

ffi1±^J (Mxtf^U v;w-^- h 8 0. HCO-50) ^riftW^LT^) iv^o '?fttt?Si:L 

;vt;i/=i-;v, ^t-fclB-^LT^) iv^o fll4$tLyiiSlt?8cti> T 

"7'7.'^*;^;^'•^>'^OHMG-C o A^TC^^iaWm^) > TGISTil (f^fl^ ^ y 
^yy-vm X A I IMin;* (^J. :^yr^)V^> n-9-;v^>'^) , 

^sssL/i-^mm im. ^u}£y^v)v^ t^t'v^vv^, T;^t°';>^) . czm^m 

K^) ^oil^J (mT> #ffl«^JtB&lBi-;s) tf^^^t>'tX^\t^:h^hi)'^x^:ho ^# 

fi> ^iizm^^fiir. &^mz^ :^^m<oit^mt^mmMti!}m^^t>^fix\^^fn^x 

mmti^xnhfi^s^-'<DmM<D^^-. (2) 2|s:fi^<^<i:'&j^t#ffl^^jh=£rsij>^jrm^j 
'ft:L-c#ibtL;i. 2a<?)is^j<?)i^— s#^j^T'oiwiB#s#> (3) ^^m(o^t^mtmmm 
mt^^w^ izmmitLxnhfi^ 2m<D^M<Dm—^4-mmx<DmMm.^^\^^x<D^^. 

ffiiE#2 004-3099284 
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^-Z^ : 36/ 



m tw^mM<7)m^itiii. ^^nm. nmmB. mm. a-^^^-^'^^^t-J; 

10 0 8 3] 

IHB^ ^ «^ i6 (^a^O^^^l 
10 0 8 4] 

|IM'£aj<^:* vA^'O^ b ^^^^'f -t:::felt*^ai{iTL C (Thin Layer Chromatogr 
aphy, mm^^-rY^yy ^ KX^m^TK^^£t>tLfzo T L CSI^t'*3V^T{±. T 
LCyv- h LX^)V^ (Merck) =a:S!L<^ 6 0 F 2 5 4 1 7t{±m±v'V vT'fb^ttSS<?) 

. i^mmtLxuYi^m^^nmLfzo '^^M.mi^v^y)i^imc< ^)\^^nm<D^-^ 

;vy;i/6 0 (7 0^V>L2 3 0^ .y ^/^) i f^i4^-^f;i/<>*;V 6 0 (2 3 0 '5:V>L4 0 0 

NH-DMl 020 (100^v^L200^>;'Vi) ^m^^tzo NMRJ^^^ h;V{4!*lSi5 
Xltn-U^^tLXr- h7^f-;i'->7>=^fflv^r/-?VT>Gemini 2 0 OM;^^^' 

l4ft*FTZR-8 2 0 0M:^^:5' hn^-^--C«!l^L/;o m-^^^iftl^^fe^^T ( ) F«3 
li^L/cMli^^iiO^S^l'a-Jttr^^o ty::Wlci3lt^%{4^?Sl 0 0ml4><^)gm 



s : 


i^yifUy h (singlet) 


d : 


r-^l^ y h (doublet) 


t ; 


h'}-fl^y y (triplet) 


q 


: n^Ty h (quartet) 


dd 


^-fV-jY (double doublet) 


m 


: h (multiplet) 


br 


: - K (broad) 


brs 


: "T^— K h (broad singlet) 


brd 


yxi-Y (broad doublet) 


J 


: iJ yf^) y^'mM. (coupling constant) 


WS C 




THF 




DMF 




DMSO 




HOB t 


: 1 -li Kn^->^i'X b U TV-;!' 



[0 0 8 5] 

3-((l-(3-((6-i^ ^^-2-:^7^;^)^;^>^^^;^)7'^/^v W ;i/) tf^'; >f>-4-'f ;v)^ •?^;v) 
-5,6-yii Kn>f 5 ^V[2,l-b] [1.3]-f-T 
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Hb6 41 




la) 4-(5.6-v^li Kn>f 5 3^V[2. 1-b] [1.3]^T V^-^V-S-'f tf'^'J v ;V 

>K >mtert--7'^ ;va*m:^ 

4-(2-:^^y^n v>'-l-*;VJi^'>^tert-7'-^;v(1.0 g) i:5,5-v:/n-^A;V 

X.. -Ifeil^fcL/Co *fffiL/cjgH^H=lr^l5tL, SIB'fb^t> (0. 55 g)^m'M^m^BtLxnfz 

NMR (CDCh) 5: 1.02-1.21 (2H, m). 1.45 (9H. s). 1.66-1.91 (3H. m), 2.20 (IH, d. 
J = 6.9), 2.61-2.80 (2H, m), 3.73 (2H. t. J = 9.3), 4.07-4.13 (2H, m). 4.22 (2H 
, t. J = 9.3). 5.23 (IH. s). 

lb) 3- ( (i-(3- ( (6-^ n n-2-^ -7 ■?^;v) X ;v * ^ )^) /n- y ^ ;v) U y v-4--f ;v) ^ 
^;v)-5,6--::>'t Fn^ 5 ^v*[2.1-b] [1,3]-5^T V-^v 

^]iffeMla)X-#'btty^c'fb'a-ife(0.55 g)^ h U 7nnS^m(10 mOtc^ML. ^ia-Cl^K^^ 

i^s-e^io ^m^mm^. n^miz'j^^^^^yi20m\). hUJ^^;v7 5>(o.38 mi) 

«:inx.> 7X<^T-e. 3-((6-iJ'nn-2-^7f-;V)X;V'i^-;V)-/ntf^>'m(0.4 g)> HOBtCO 
.23 g)> WSC(0.29 g)'^inx.Sia-C16B#F^:d>#m-^/>:o ^mWi^Rm'^ ') ^ •^^^i^^^'^'T 

^ b . n^mi m^tt V * y ;v :^ 9 A -CJitm U TSIB^b-^i^ (0. 13 g) 4: e fe^ 

NMR (CDCh) 5: 1.08-1.22 (IH. m), 1.78-1.93 (3H, m). 2.25-2.31 (2H. m), 2.53-2. 
69 (IH, m). 2.90-3.15 (4H. m). 3.59-3.85 (2H, m). 3.80-3.95 (3H. m). 4.32 (2H. t 
. J = 9.2). 4.55-4.62 (IH. m). 5.40 (IH. s). 7.66 (IH. dd. J = 2.2. 8.8). 7.95-8 
.05 (4H. m). 8.55 (IH. s). 

ic) 3-((i-(3-((6-^nn-2-^7^;w)x;v5}>rL;i/)yn/NV-r;v)-ii°^U v>-4-'f ;v)^ 
^;V)_5,6-vli Fn^ 5 ^^v'[2,l-b] [l,3]f-T 

^jt^jib) -e# h ^fzit^m (0. 23 g) ^m'ft7R*<^^- X ^^tizxy). 

SIMb-^^ (0. 16 g) i fife^^H t LXnfzo 

NMR (DMSO-de) S : 0.65-0.91 (IH, m), 0.96-1.22 (2H. m). 1.43-4.79 (3H, m), 2.30- 
2.47 (2H. m). 2.60-2.79 (2H. m). 2.84-3.12 (IH. m), 3.52-3.68 (2H, m), 3.69-3.89 

(IH, m). 4.07-4.40 (5H. m). 6.49 (IH. s). 7.96-7.73 (IH. m), 7.93-7.97 (IH, m). 

8.17-8.28 (3H, m). 8.61 (IH. s). 9.78 (IH, s). 
[0 0 8 6] 

3_(1_(3_((6-^ nn-2--:J-7^;i');^;^*->'V)7'n/N'y ^ ;v) ii^^J v^>-4-^ ;v)-5,6-v 
H F n ^ V' [2, 1-b] [1, 3] T V- 
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#M 2 0 0 3 -3 4 1 4 3 0 ^- v : 38/ 



Ut6 5] 




2a) 4-(5.6-vli Kn^ 5 :rv^[2, 1-b] [l,3]^T y-;i'-3--f z^>-l-'^ )U:iS^-ym 

4-7 -t U y ;v>K>'mtert-:^^;v (1. 0 g) i: 5. 5--J':ru ^^■^)V}£y - ;vil( 

1.2 g)'SrJ^-'r;V(30 mDiC^i^U. -Bfe^S-i^i-Cfco L/wj^H^*>S*L. 

mhfzo ^l^tJtwif-lx^^^'i? VT(0.46 g)j3 J:tfJ^i5'7-;V(30 ml)?rirax.> — Bftil 

NMR (CDCI3) a: 1.12-1.58 (2H. m). 1.45 (9H. s). 1.68-2.05 (3H, m). 2.60-2.88 (2 
H, m). 3.76 (2H. t. J = 9.2). 4.05-4.15 (2H. m). 4.22 (2H. t, J = 9.2), 5.23 (IH 
. s). 

2b) 3- (1- (3- ( n n -2-i- y^)i^)^ )\^^- - ;v) ^'nv ^ ;p) tf ^ V >'-4--f ;v) -5, 6 
-vt Kn^ 5 i5^y*[2.1-b] [l,3]^TV-;v 

|liffe^«l2a)T'#^tL/c<b^%(0.50 g)^ h U -7001^^(10 mDlw^^iSL, ^i^-cmW^^ 
^m'^fzo ^m^^^L. 5^^t»t-'>^^nn^ ^>(20 ml)t V ^}J^^)vr^ XO.38 ml) 
*ip£> 7XJ^Tt'3-((6-^on-2-f-7f-;V):^;v*-;v)-/nl;^>^(0.4 g). H0Bt(0.2 
3 g)i3 j:OTSC(0.29 g) =^iJPx.^ia-ei6B#PB^/5-§rl-i?/^o KJSvS^Rm* V Ajjc^t? 

o ?#ift=Srl?*L. ^®%=lr;^»tt->V 5!»'>';v*7At?3iiS5lfC®fB<b'^t/(0.16 g)=Sre'fe 

NMR (CDCI3) 5: 1.21-1.61 (2H, m), 1.85-1.99 (2H. m). 2.33-2.50 (IH. m). 2.55-2. 

62 (2H, m). 2.83-2.91 (2H. m), 3.01-3.13 (IH. m), 3.51-3.59 (IH, m), 3.77 (2H. t 

. J = 9.2), 3.88-3.95 (IH. m). 4.22 (2H, t, J = 9.2). 4.55-4.62 (IH. m). 5.23 (1 
H. s). 7.58 (IH. dd, J = 1.8. 8.8), 7.86-7.95 (4H. m). 8.46 (IH. s). 
[0 0 8 7] 

3_ ( (4_ (3_ ( (6- n n -2- :^ 7 ^ ;i/) ;^ ;v * - jv) n y >f ;v) If ^ 9 V v-i-'f ;v) ^ -f - -jv) 
-5,6-yv: Kn>f 5 ^^/12, 1-b] [1.3]^T V-^l' 

[-fbe 61 
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^-i^ : 39/ 



3a) 1- (3- ( (6- n n -2- 7 f - ;v) 'i^ ^ -'^ ) •/ a ^ ^ - -'l') ^ >^ 

^;VT5>'(3.8 ml)?rtjn^. 7mT-e3-((6-i^nn-2--^-7f^;v)x;V*-;v)-/n 
m(8.0 g). H0Bt(4.5 g)i3 J;tFS?SC(5.7 g) ^Snx.^iaT'mP^^^irS-€Yco ^StS^^^ 

-^Atr^^tLfco ?tm=Sr^*tT. h U 7 n nf^m(25 ml) t^it^SL, ^iat^lNF 

MR (CDCh) 5: 2.77 (2H, t. J = 5.1). 2.83-2.88 (4H, m), 3.42 (2H, t. J = 9.2). 
3.48-3.58 (4H. m). 7.57 (IH. dd, J = 2.1. 9.0). 7.90-7.94 (4H. m), 8.46 (IH. s) 

3b) 3- ( (4- (3- ( (6- n n -2-:?- -7 ^ ;v) ;^ ;v * - ;v) -/n /nV ;v) \£^y-Jy-i-^ }^)^ 
f-;v)-5.6-i^li Kn^ 5 ^J^y[2. 1-b] [1. 3]-^T V^-;V 

mmmSa)'Cnhfl-^it^mil.O g)*DMF(30 ml)t:i^»U ^m*';'>^(0.75 g)tS-^ 
nDp<f^;V-5,6-vt Kn^ 5 iJ^vl2.1-b][l,3]f-TV-;vJ^mJ^(0.58 g)^M^. 70t: 

^l^i/U ?&-i^;V3&7A-C«mLXmiB'ffc'^t»(0.81 g)*il^3^*i: Lr#/io 
NMR (CDCh) S: 2.24-2.37 (2H. m). 2.79-2.89 (2H. m), 3.06 (2H. s). 3.35-3.47 (6 
H, m). 3.76 (2H. t. J = 9.2). 4.14 (2H. t. J = 9.2). 7.51 (IH. dd. J = 1.8. 8.8) 
. 7.85-7.90 (4H, m), 8.41(1H. s). 

[0 0 8 8] 
^Ml^ 4 

l_(3-((6-i^nn-2--^-7-^;v)>^;v*-;v)7'otr;v)-4-(5,6--J^li V^a^ $ iJ^ V[2. 1-b] [1 
, 3] V- ;v-3--f }V) :^^)V-2-\d^y-jy > 
me 7] 




4a) 4- (3- ( (6- n n -2--:?- "7 f - ;V) f - :t ) "/n tf ;v) -3- ^ V tf ^ 7 y > -1- * ^l' > Mter 

3_^i^^ve^7>^>-l-*;V**>^tert-7'-f-;V(2.0 g)DMF(30 mDK^MV^ TK^'ft'^- b 
V^ACO.S g)=^ljnx.. 7X^^T-e2-^^^-6-((3-^'^^:^^t?;^)■^^)•:^7^^'>(2.7 g 
)^jbnx.. 60'Ct?3^r^;&-§i!i>^7to Rt&TS^:7Kt'ffi^^^> ^ n n.i^;VA-ett{±l 

m L T (4 . 0 g) ^ ^^i-fe^fi^^t!^ ^ t T # o 

NMR (CDCh) 3: 1.48 (9H. s). 1.92-1.99 (2H. m). 3.05 (2H. t. J = 6.8) . 3.34 (2 
H. t. J = 5.8) . 3.57 (2H, t. J = 6.8) . 3.64 (2H. t. J = 5.8), 4.09 (2H, s). 7. 

40-7.46 (2H. m). 7.68-7.79 (4H. m). _ ^ 

4b) 4- (3- ( (6- i> n o -2-:^ 7 ^ ;^) -'l' * - -'^) ° ^° -3- ^ ^ V tr ^ 7 V -1- * ;v 

>'^tert-7'-^;v 

mmm^a)-r^nhfLfz^t^miA.O g)=S:fi^m^-5^;v(50 mOtC^^SL. StJJlT-CS-^^nn^ 

ffiSE# 2004-3099284 
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: 40/ 



NMR (CDCh) d: 1.48 (9H, s). 2.04-2.12 (2H, m), 3.18-3.23 (2H. m). 3.36 (2H. t, 
J = 8.0 ). 3.54 (2H. t. J = 10.5). 3.66 (2H, t. J = 8.0), 4.06 (2H, s). 7.61 (1 
H, dd, J = 2.7. 13.8). 7.92-7.99 (4H, m), 8.48 (IH, s). 

4c) l-(3-((6-^' ^^-2-■:^■7f-;^)7.;^4^^;^)7'o tf;v)-2-ii°^^v^>' > 

mmmih)x-nhivi-z^t^mi2.6 g)^v u ^nnt^mcis rnDK^mv. miKxmm^^^ 

NMR (CDCh) S: 2.01-2.08 (2H. m). 3.07 (2H, t. J = 4.6). 3.18-3.23 (2H, m), 3.3 
1 (2H. t, J = 4.6), 4.48-4.52 (4H. m). 7.58-7.60 (IH, m). 7.90-7.97 (4H, m). 8.4 
6 (IH. s). 

4d) l-(3-((6-^'^^-2-:^7^;^);^;^*-7^)"/^e;^)-4-(5,6-v?ll Kn^ 5 ^V[2.1- 

b] [i.3]f-Tv*-;v-3--f ;v)^ ^;v-2-if^9 > 

mmm4c)xnhfhfz^t^ma.o g)tDMF(3o mD^mmL. g)t3-i^ 

uu^^)V-5.6-i^}^ Kn^ 5 ^y[2. 1-b] [l,3]f^T V'-;vm^:^(0.58 g)^>b^x.^ 701C 

m^ttvv :«7'^;v3&9Ai?ffimLTMIMb^^(o.3l g)^mn'^M^t LxWfzo 
NMR (DMSO-de) S : 1.81-1.98 (2H, m), 3.42-3.98 (12H, m), 4.33-4.38 (2H, m), 4.51 
-4.55 (2H. m), 7.05 (IH, s), 7.82-7.87 (IH, m), 8.07-8.11 (IH, m). 8.26-8.42 (3H 
, m). 8.74 (IH, s). 9.84 (IH, brs). 

[0 0 8 9] 
MMM 5 

N- ( (2Z) -4- ( (4- (3- ( (6- ri' n n -2-:^ 7 ^ }V) ;^ ;v sJn c:^ ;k) T'n / W ^ ;i/) t:°^ 9 >-l--f ;v 
)p{ ^;v)-3-.'« f-;v-i,3-^7 V-;v-2(3H)-'f V t'>)-N-p< f-;v7 5 > 
me 8] 




m'MMSa) xn h fifz 1- (3- ( (6- n n -2-:^ 7 ^ ;v) ;v * ;i/) r n e :t - JV) 
(2. 5 g) t N- ( (2Z) -4- n n ^ ;V-3-^ ^ ;V-1, 3-9^ T V- ;v-2 (3H) ->f V f » -N-^ f - ;v 
>'i^m:^(2.2 g);6-^^Jfi^^3b)t|Wj^JCLT> SfB'fb'^Jgr (2. 5 g) ^r^ifeJ^^t LT 

NMR (CDCb) S : 2.44-2.55 (4H, m), 2.93-3.01 (2H, m), 3.11 (3H, s). 3.34 (2H. s) 
, 3.46 (3H, s). 3.53-3.70 (6H. m), 5.84 (IH, s), 7.71 (IH, dd. J = 1.8, 8.8). 8. 
04-8.08 (4H. m), 8.58 (IH, s). 
[0 0 9 0] 

N- ( (2Z) -4- ( (4- (3- ( (6- ^ n n -2--f 7 f - ;v) j:^ ;i/ * ^ jv) n y ;v) tf'^? 7 y > -1-^ 
)^-^;v)-3--/ntf;V-i,3-f-TV'-;W2(3H)--f V 7'>')-N-yn e;VT 5 > 

ffiSE#2 004-3099284 
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Ut6 91 




CH3 

(2. 0 g) N- (4- n n ;V-3- n b° . T V*- ;V-2 (3H) - ^ V 7" » -N- :/ n t 

NMR (CDCI3) $: 1.01-1.11 (6H. m), 1.72-1.83 (4H, m). 2.43-2.55 (4H, m). 2.97 (2 
H t. J = 7.6), 3.14 (3H. t. J = 7.0). 3.37 (2H, s). 3.53-3.70 (6H. m). 3.86 (3H 
, t. J = 7.8). 5.76 (IH. s). 7.61 (IH. dd. J = 1.4. 8.8). 8.04-8.08 (4H. m). 8.5 
8 (IH. s). 

10 0 9 11 
^M'G^ 7 

N-( (2Z) -3-^^ ;.V-4- ( (4- (3- ^V) ;v .-^ ^ ;v) y o /nV >f ;i/) tf^ 7 
v-i-^;i/)^^ju)-l,3-^Tv'-;w2(3H)--f U 7'>)-i--7*^;vT^ > 
Hk7 01 




CH3 



^»J3a) tL^ 1- (3- ( (6- n n -2-f- 7 ;v) ;^ ;v * - ;v) n e ;i ;W tf -7 > 
(2 5 g)fcN-(3-r^;V-4-i^nn^^;i/-1.3-^TV*-;V-2(3H)--r U7'>)-N-:/^>'VT5 
>imm(2.3 g)*-t>*ifeWb)i:|W|^t^tT. Sifi'fb^«^(1.7 g)«r^feilfe^^Bi:L-C# 

(CDCI3) S: 0.99-1.09 (6H. m). 1.37-1.76 (8H. m). 2.44-2.53 (4H. m). 2.97 (2 
H t J = 7.4). 3.17 (2H. t. J = 7.0). 3.31 (2H. s). 3.53-3.70 (6H. m). 3.90 (3H 
,'t. J = 8.2). 5.76 (IH. s). 7.61 (IH. dd. J = 1.4. 8.8). 8.04-8.08 (4H. m). 8.5 
9 (IH. s). 
[0 0 9 21 

aJiE# 2004-3099284 
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N- ( (2Z) -4- ( (4- (3- ( (6- ^ n n -2-:^ 7 f - ;v) X ;v * - ;v) n /NV ;v) tf ^ 7 > -1- ^ ;v 
)^ ■^;V)-3-Ji^;V'-1.3-^T V-;V-2(3H)--f U 7'»-N-J^f-;VT 5 > 

Hb7 11 




^M^JSa) T'# e> tLTt 1- (3- ;v) ;v .is ^ ;v) n :t ^ if ^ "7 v'^ :^ 
(1.5 g) i:N-(4-i^nnp{^;V-3-J:-f-;W-l,3-f-TV-;V-2(3H)-'f U f^-N-J^-^^VT 5 
>:^mJ^(l.O g);6-(bm»J3b)i:l^#l'UT. MIB'fb-a-® (0. 51 g) S^^^h t LT^fc: 

MR (CDCI3) <J: 1.31-1.40 (6H, m). 2.46-2.53 (4H. m), 2.93-2.99 (2H. m). 3.22 (2 
H. q. J = 7.0), 3.25-3.35 (2H, m), 3.53-3.70 (6H, m). 3.99 (2H. q, J = 6.6), 5.7 
8 (IH. s), 7.70 (IH. dd. J = 1.4. 8.8). 8.04-8.13 (4H. m), 8.58 (IH, s). 
[0 0 9 3] 

N- ( (2Z) -4-( (4-(3- ( (6-^^ D n -2-^ 7 f-;i/) Jl' * - )V) -/n /nV )V) 9 V V-l-'f ;V 
)^^;i/)-3--f yyntr;v-l,3-f-TV-;v-2(3H)--f V7'>')-N--f V/ne;i/T5 > 
['fb7 21 




^ifeM3a) 1^ tLfc 1- (3- ( (6- n n -2- 7 f - ;v) ;^ ;v * - ^i') n tf :t ^ ;i/) tf 7 V > 
(1.4 g) tN-(4-i^ n n ^ f^;V-3--f V "/n tf;V-1.3-^T V'-;V-2(3H)-^ U t'>')-N-^ V 
7'nl:f;i/T5 >:^mJ^(1.0 g) >6-<b*iS^^3b) UT> MIB<b-^t>(1.0 g)=Sre^^ 

NMR (CDCI3) a: 1.23-1.27 (12H. m). 1.36-1.49 (2H. m), 2.45-2.54 (4H. m). 2.93-2 
.96 (2H, m), 3.25 (2H, s). 3.55-3.70 (7H. m). 4.41-4.58 (IH. m). 5.67 (IH. s). 7 
.68-7.73 (IH. m). 8.04-8.13 (4H. m). 8.58 (IH, s). 
[0 0 9 41 

mmm 1 0 

N- ( (2Z) -4- ( (1- (3- {{fi-^xiu-2-±y^ ;v) :^)v^-=- j^^) ^ ;i/) h u v 

)^^;v)-3->^;v-i.3-^TV~;^-2(3H)--f V •7'>)-N-^ ■^;vT 5 



ttiiE#2 004-3099284 
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^-v: 43/ 



Ut7 3] 




lOa) 4-(((2Z)-3-^^;V-2-(^^;V'f ^^)-2,3-V}± Kn-1.3-f-T v-;v-4-'f 
4-(2-:i-^ y T'n \£^V 'J y-l-fJ ;V5K>mtert-yf-;V (1. 0 g) 1 5, S-v^-^ n 

NMR (CDCh) 8: 1.01-1.15 (2H. m). 1.28 (9H, s), 1.62-1.72 (3H, m). 2.31-2 34 (2 
H, m). 2.62-2.78 (3H. m). 2.98 (3H. s), 3.02 (2H, d. J = 4.5). 3.23 (3H. s). 5.5 

10b)V((2Z)-4-((l-(3-((6-^' n n-2->^7f-;v)^;V5j^^;v) -fn^W ^ ;v) tf^V 
--f ;V)^f-;V)-3-^^;V-l,3-^TV*-;V-2(3H)-^ i; 7='»_N-^ f-;VT 5 
^WJl0a)-e#^tL/i'fl:^^(1.2 g)=^Mm(5 mDt'^^L. ^iat?lB#F^;6-^ti-^/>:o 
^^=Sr^*L. ^^i^lwvi^nn^ ^>(50 ml) i: h >; J^f^^VT? >(0.87 ml) trtDx-Zwo 
i<Z)W'^7K?tT-t?3-((6-^'Dn-2-^-7^;v):^;Vs^--'V)":^atf:t>'m(0.92 g)^ H0Bt( 
0 52 g)*3iO^SC(0.65 g)=^tnx.. mia-C16^r^56-im-^/Co RJSfa^r^m^V'i^ATK-^ 
WL-^T)\^iJ')m^Lfz^ik. ^^^D,i^;^i^-e^^ffiL. ttmT^=£:^7KiSm-7^^^'> -^"^'^^ 
L/co RJS?£=^^*b. ^gt)=&m»tt'>U :^y;V:^9At?ffl|5lLTMlMb'&t>(0.31 g) 

NMR (CDCh) a: 0.94-1.16 (IH. m). 1.61-1.77 (3H. m). 2.26 (IH. d. J = 6.6). 2.3 
9-2.48 (IH. m), 2.77-2.84 (3H. m). 3.17 (3H. s). 3.47-3.61 (2H. m), 3.75-3.80 (1 
H. m). 4.12-4.46 (IH. m). 5.46 (IH. s). 7.51 (IH. dd. J = 1.8. 8.8). 7.83-7.90 ( 
4H. m). 8.41 (IH, s) . 
10 0 9 51 

Hife'^ 11 , = _ 

N-((2Z)-4-((4-(3-((5-i^nn-^ > K-;V_2-^ ;V)^;V*-;i') ^o/nV )V)\iy<yyy 
-1-^ ;V)>f-;W-3->^;V-1.3-^T:/-^V-2(3H)-^ V 7->')_N-^ f-;VT 5 > 
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: 44/ 



Hb? 41 




N-CH3 



11a) 4-(((2Z)-3-^f-;V-2-^f-;V^ 5 Ka-l,3-^TV^~Jl'-4--f JV)^-5^;V) 

If ^ 9 V ^'-l- * ^ > S^tert--:^-^ ;v 

l^/>i7v?>-l-?!7;V^*>mtert--7'f->'V(2.5 g) ^ h - h V ;v (50 ml)l::^^!^L> Rm* 
ij'i7i=.(3 7 g)i:N-(4-i^nn^^;V-3-p«f->'V-l,3-^TV--'V-2(3H)-^ U•r>')-N->f- 
NMR (CDCI3) S: 1.43 (9H. s). 2.35-3.36 (3H, m). 2.97 (3H. s), 2.31 (2H, s). 3.3 
3 (3H. s). 3.36-3.40 (4H. m). 5.69 (IH, s). 

lib) N- ( (2Z) -4- ( (4- (3- ( (5- n n _>f V K - )V-2- ^ ;v) ;v ^ - ;v) n /n' y ^ ;v) ti 
9 v'^-l-^ ;v) ^ ^;v)-3-y ^;v-l. 3-f^T V'->'V-2(3H)--f U t'>)-N-^ f-;VT 5 > 

Kmm^mm^k. ^Wt^i^^^nn^ ^J^XSO mD^ h V^^^vr^ Xl.S ml)«rtnx.. 
^XJ^T-e (3- ( (l-tert-r Y^'^fJ ;V-5-^ n n -2-'f > K - ;v) ;v * - JV) "/n 11 :t 
ym(l.8 g)> H0Bt(0.77 g)i3 j:t;*TySC(0.96 g)^M^. ^?a-ei6BtF^7&-^?S-lf /Co ^JSfl^ 

«J^=^8ftM(5 ml)-eiJ!LiaLTs MIB'fk^^ (0. 31 g) * S'fe^^ t tT#/^o 
NMR (CDCI3) S: 2.36-2.47 (4H. m), 2.93 (2H. t. J = 7.6), 3.09 (3H. s), 3.29 (2H 
. s), 3.43 (3H. s), 3.48-3.58 (4H. m). 3.76 (2H. t. J = 7.6). 5.84 (IH. s). 7.20 
(IH, s), 7.33-7.49 (3H. m). 7.75 (IH. d. J = 1.4). 
[0 0 9 61 
^Jfe^^ 1 2 

4- ( (4- (3- ( (6- ^ o n -2- :h 7 ^ ;v) >^ ;v - -'V) n /^v ;i^) ^ 7 v y -i--f ;v) ^ ^ ;v) 

-3-^^JWl,3-^TV'-;V-2(3H)--f ^ >m.m.^ 
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^-'J : 45/ 




O O 



\ n — 




12a) 4- ( (4- (3- ( (6- n n -2-:^ 7 ^ ;v) ^ - -J^) -/a ^ ^ ^ ^-^"l" ^ ^ 

f-;v)-i,3-f-Ty-;v-2-7 5 > , 

^M«^3a) h fifz 1- (3- ( (6- ^ n n -2-f - 7 f - ;v) ;^ ;v * ^ ;v) -/n t :t ^ ^ 
a.5 g)t4-^nnp?f-;wi.3-f-TV'-;V-2-T5y^mm(0.76 g) tS- <b *i!iSWb) t |W|^ 

NMR (CDCh) ^: 2.37 (2H. t. J = 5.1). 2.44 (2H. t, J = 5.1). 2.84 (2H. t J = 7 
.8). 3.38 (2H. s). 3.45-3.57 (6H. m). 4.92 (2H. brs). 6.31 (IH. s). 7.58 (IH. dd 
. J = 2.1, 9.0). 7.90-7.95 (4H, m), 8.45 (IH. s). _ 
12b) 4- ( (4- (3- ( (6- ^ n o -2--^ 7 ^ ;v) ;v ^ - ;v) T'n /nV ;v) \^^-7 v y-l-^ ;v) 
^;V)-3-^^;V-1.3-f-TV^-;V-2(3H)--f 5 

^ife'{?!llla)-e#ib*L/;'fk>g'!^(0.5 g)«rDMF(l.O ml)lC-^j||L. 3 f-JV(0. 13 ml)?r 

^za-eunx.. BO-c-e-Bjfe^i-tri-^fco RST^=^7}ci--^r^<^. 

. MIS<i:^5^(0.23 g)*afe^B^fcLT#fCo , „ X o or^ ^ou N 

NMR (CDCh) 5: 2.28-2.41 (4H. m). 2.78-2.86 (2H. m). 3.15 (2H. s), 3.30 C3H. s) 
. 3.34-3.55 (6H. m). 5.57 (IH. s). 7.55 (IH. dd. J = 1.8. 8.8). 7.87-7.92 (4H. m 
). 8.43 (IH. s). 
[0 0 9 71 
1 3 

(2Z) -4- ( (4- (3- ( (6- n n -2- V ;v ) :^ ; " >'V') a / nV ;v ) If ^ 7 i^' > -1- ^ ) ^ 
^;v)-3-^^;v-2-(^f-;v-f ^ y)-2.3-i?li Fn-l.3-f-T V-;v-5-*;i"i^*>m-:i^^^^ 
Hb7 61 




(2Z)-3.4-y^^;w2-^^;v^ 5 y-2. 3-^:^11 Kn-i.3-^T!/-;^-5-*;v^>m^^^v( 

2 8 g)«rl 2-i;^onijJ'>(30 ml)t-^^^L> AIBN(0.1 g). NBS(2.3 g)^i)nx.. l^F^ 

;v-3-> f- ;v-2-> ^ 5 y -2. 3-v? Kn-i. 3-^ T v^- ^v-5-* >m^^;v (1. 5_ g) 
t llife'Rl3a) -C^ ^ *L5t 1- (3- ( (6- n n -2- 7 ^ ;v) ;v * - n e :a- - ;V) H 7 y 

aiiE# 2004-3099284 
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^-v : 46/ 



NMR (CDCh) 8: 1.28 (3H. t. J = 7.2), 2.39-2.48 (4H, m), 2.79 (2H, t, J = 7.8). 
2.96 (3H, s). 3.37 (3H, s). 3.38-3.53 (4H. m). 3.81 (2H. s), 4.19 (2H. Q, J = 7 
.2), 7.52 (IH, dd. J = 1.8. 8.8). 7.86-7.91 (4H. m). 8.41 (IH, s). 
[0 0 9 81 

mmmi 4 

N- ( (2Z) -4- (1- (3- ( (6- n n -2-:^ 7 ^ ;v) ;v .i^ - ;v) T'n y ^ ;v) - tf^ U :^-4-^ ;v 
)_3_^^;V-l,3-^Ty-;V-2(3H)--f V r»-li-^ -^^^T ^ > 
m7 7] 




CH3 

14a) 4- ( (2Z) -3-> ^;l/-2-^ ;v ^ ^ -2. 3- v t K n -l. 3-^ T V- ;V-4--f )^) tf ^ U 

4-T'tf-;nf^'; vf>-l-:^7;V5K:^mtert-^^;v(2.0 g)^ 5.5-i^':/n-^/N';nf 

2.4 g)=^:i^-x;v(30 ml)tiv§j!^L. -Bfe>e>-grI-i?7to ^tti L/t^H^a^^^L. ^!S:=lr# 

f^LfZo m^^KW 1/T(0.95 g) *3 J: U^-^^ ^ ^ - ;v (30 mD^JnA. 

NMR (CDCh) 8: 1.11-1.15 (2H. m), 1.45 (9H. s). 1.68-1.67 (3H, m), 2.31-2.34 (2 
H, m). 2.62-2.68 (2H. m), 2.98 (3H. s). 3.02 (2H, d, J = 4.5), 3.23 (3H, s), 5.5 
2 (IH. s). 

14b) N- ( (2Z) -4- (1- (3- ( (6- n □ -2--^ 7 f - ;v) ;^ ;v 5^ - ;i^) /nV ^ ;v) tf U y >-4- 
^' ;i/)-3-> •^;V-1,3--^T V-;V-2(3H)-^ U f-;VT 5 >' 

^]!tfe^?!ll4a)-e#<btLfc>fk'^t»(1.2 g)=^ 1 NJ^mi'i#fi*U. m^30^i?l-^/^Co 

^->'>AT-^:^L/Co ?#S=£r^*L. J^^tJi^ viJ' a n > ^5^ ^(50 ml) h V -3^f-;VT 5 
Xl.6 ml)'£:^rax.^ 5(K?^Tt?3-((6-^ n n-2--^-7'^;V):^;V:^^^;l^) :/D tf:^ >m(i.7 g) 
. HOBt(0.97 g)i3 J:t>l?SC(1.2 g)^Jnx.^ ^zaT-16^F^^-§rl-^/^o R)£«?S:=£rMm* V 

T'^J^LTto ^iJR=S:|g*L, ^^Jg^=Srm^tt'>U *<5^;i/*9A-e»MLT®E<b'a-%(0.1 
6 g)^^^m^t LT#7to 

NMR (CDCla) 8: 1.36-1.51 (2H. m). 1.94-2.11 (2H. m). 2.60-2.72 (2H, m), 2.93-3. 
02 (2H, m). 3.04 (3H, s), 3.12-3.25 (IH. m). 3.33 (3H. s). 3.61-3.69 (2H. m). 3. 
98-4.05 (IH. m). 4.66-4.72 (IH, m), 5.54 (IH. s). 7.64 (IH, dd, J = 1.8, 8.8). 8 
.00-8.04 (4H, m), 8.55 (IH, m). 
[0 0 9 9] 

mmmi s 

N-((2Z)-5-((4-(3-((6-^' nn-2--^-7^jv);^;i'*-;i/)7'n/NV >f ;v) \£^^-J>-l-^ ;v 
) )\y .-Kr: ji/) -3, 4- y ^ ^ ;V-1, 3-f - T y- ;V-2 (3H) - U ^ ) -N-^ ;V T 5 V 
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^-v? : 47/ 



lit! 8] 




(2Z)-3.4-i^^^;i'-2-^^;V^ 5 y-2.3-y t: Ka-l,3-^TV-;V-5-*;V^>'m(0.6 g) 
igr^^^nn^ ^ >(30 mDl'^HL. h U J^f-^i'T 5 > (0. 14 ml) =S:^J^x.^ 7lc?^T-ei-(3-( 
(6-^^^-2-:^•7f-;v);:^;^*-;^):7•^ tf:r-;v) tT^^ v^d.O g). H0Bt(0.42 g)i3X 
mSC (0 . 57 g) ^ ^ . ^UX- le^ ^ i m-^f o =Sr -^V^^ :^mWiX Ty\yiJ 

«r^*Lx ^^!fe=S:^^»ttv'V *'>';v*7A-^3|imLT«|B<b'g-#(0.13 g) =S: fi-feJ^^i: 

NMR (CDCI3) 5: 2.21-2.38 (2H, m), 2.24 (3H, s) . 2.86-2.93 (2H, m), 2.99 (3H. s) 

, 3.27 (3H, s). 3.27-3.30 (2H. m), 3.50-3.64 (6H, m), 7.58 (IH, dd. J=1.8, 8.4), 

7.91-7.97 (4H. m), 8.47 (IH, s). 
10 10 0] 

mmm i e 

N- ( (2Z) -4- ( (4- (3- ((6-^00 -2-^ 7 ^ ;v) ;v 'i^ - ;v) -/n y ^ ;i/) yi^'yV >-i-^ ;V' 
)> ^;v)_3_jif-;i/_l,3_^TV-;V'-2(3H)->f U •r'V)-N-;»« f';VT 5 y 
Hb7 9] 




CH3 N— CH3 



16a) 4- ( (4- (3- ( (6-i5^ D n -2-:^ 7 ^ ;v) ;v sjx - ;v) ^^n 'f ;v) tT^ 7 >^ >-i--f ;v) ^ 
^;V)-N-^ f-;V_l,3_f-7 >/-;V-2-T 5 :^ 

^ifeMSa) h tL:^l-(3-( n n-2--^ 7 ■^;v) ;^ ^ -fl^) T'n t:° :t - ;i^) tf^ 7 >^ > 
(1.5 g) t4-iJ'nn^^;V-N-p<-^;v-l,3-f-TV*-;V-2-T5 >:^^^(0.81 g):6>^ ^ife 
^3b)i:|W|#tlLT. MfB'fk'^t^d. 2 g) «r e^^^H^H L-t:#/io 

NMR (CDCI3) * : 2.37 (2H, t, J = 5.1), 2.46 (2H, t. J = 5.1). 2.82-2.87 (2H. m). 
2.95 (3H, t. J = 5.1). 3.40 (2H, s), 3.45-3.57 (6H. m), 5.15-5.16 (IH. m). 6.30 
(IH, s), 7.58 (IH. dd. J = 1.5. 8.7). 7.90-7.95 (4H. m), 8.45 (IH. s). 
16b) N- ( (2Z) -4- ( (4- (3- ( (6- iJ' D n -2--^ 7 ^ ;v) ;v ^ - ;v) :/n /^v jv) tf'H 7 >-i 
-'^;i')^^;v)-3-^^;v-i.3-^TV-Ji'-2(3H)--f v ■rv)-N-p« ^ > 
mMmw^X^hfi.fi^^.'^miSi.^ g)=S:DMF(1.0 ml)tC?#«|L. 3 •^'fbJ^-^;i/(0.21 ml)?: 

miE#2 004-3099284 
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^--J : 48/ 



NMR (CDCh) S: 1.22 (3H. t. J = 6.9), 2.31-2.41 (4H, m), 2.81-2.86 (2H, m). 2.9 
6 (3H. s). 3.20 (2H, s), 3.40-3.56 (6H, m). 3.85 (2H, q, J = 6.9), 5.68 (IH, s), 
7.55 (IH, dd, J = 1.8, 8.8), 7.86-7.93 (4H, m), 8.44 (IH, s.). 
[0 1 0 11 
1 7 

1- (3- ( (6- n n -2-i- 7 f - ;v) 7> ;^ >^ - ;v) ^ n /nV ;v) -4- ( ( (2Z) -3- ^ ^ ;i'-2- ( ^ f - ;v 
^ 5 /)-2, 3-^^11 Fn-i.3-f-7V-;v-4-< ;v)^ ^;v) e^9y>-2-:^;vj^^>m^ •^-'v 
['fk 8 0 ] 




N-CH3 

17a) 4- (3- ( (6- ^ n n -2--:h "7 ^;v) >^ ;V * - ^v) "/a ^ ^ ;V) 1^^ 7 v >-l, S-i^ * ;v # 

l^/>?^y>-l,3->^5!7;V5K>'l-tert-7^^;v 3-^^;V (#^^3-232864) (5. 0 g) * v^"^' a 
n> iJ'>(20 mOl'^^L. h ij J^f-;VT5 X3.8 ml)=SrJnx.. ^XJ^T-e3-((6-^ n ^-2- 
:^7^;^)>^ ;V'i^->'l') T'o If t >^(8.0 g). H0Bt(4.5 g)iSXXflfSC(.5.7 g)'SrJJ^x.^ MM. 

NMR (CDCh) d: 1.38 (9H, s). 2.85-3.01 (4H. m), 3.65 (3H. m). 3.50-3.61 (4H. m) 
. 3.97-4.15 (1.3H. m), 4.25-4.34 (0.7H, m). 4.48-4.70 (0.7H. m), 4.92-4.96 (1.3H 
, m), 7.59 (IH. dd. J = 2.1, 9.0), 7.90-7.94 (4H, m). 8.46 (IH. s). 
17b) l_(3_((6-^^^^-2-:^■7^;^);^;^*^;v)^D^^V ;v)-4-(((2Z)-3-^f-;v-2-(> 
5 y)-2,S-i;\i Kn-l,3-^TV-;V-4--f ;v)^-^Ji') ti°^7v?>'-2-:*;v^*>m^ 

mmmi7a)'cnhtLfz^t^m(2A g)«r2tmm(i5 mDKmmL. mu-cmm:^-^w^^f^ 
My^mm^^^iy^^-(rn.-mLfzo n^m^^wiso m\)KmmL> Bm-^ 

'J A (0.84 g) i:N-(4-i>nnp{f-;^-3-^^;V-1.3-'^TV-;v-2(3H)--f V 7'>)-N-^^ 
^.•)^LtZo ^m^l^^L. 3^^!^*:^»ti->'J *>5^;i/*7AT?ffl^LT®|B<k'^i|^(0.98 

g)^&^mMtLxmzo ^ 

NMR (CDCh) d: 1.91-2.32 (2H, m). 2.64-3.10 (2H. m). 2.99 (3H. s). 3.18-3.35 (1 
H. m). 3.24 (3H, s). 3.31-3.63 (5.6H, m), 3.65 (3H, s). 3.70 (0.6H, s). 4.22-4.3 
0 (0.4H. m), 4.32-4.48 (0.4H. m). 5.13 (IH. s). 5.74 (IH. s). 7.57 (IH, dd. J = 
2.1, 8.0). 7.91-7.95 (4H, m). 8.46 (IH. s). 
10 10 21 

^mmi 8 

aJiE# 2004-3099284 



2003-341430 



^-v: 49/ 



3-(2-(l-(3-((6-^ ^^-2-:^7f■;^);^;^*:->'^) -/d/nv -f ;v) tf^U i^>-4->f 
;v)-l.3-f-TV-;v-2(3H)--f 5 > 
Hb8 11 




18a) r^'fkS- ( (6- ^ n n -2->^- 7 ;v) X ;v * - ;v) -/nlf - ;v 

3_((6-^^^-2-":^7^;^)>?.;v*-;^)'/^tl*5^->@^(14.9 g)> mjb-^^->'^(4.4 ml) 
i3J;t>T)MF(2?S)=^ h^V^^dOO mOt^Snx.. 1. 5^f^5im L/io «^r^E@*L, 

NMR (CDCh) S: 3.35-3.44 (2H. m). 3.49-3.57 (2H, m). 7.62 (IH. dd, J = 2.0, 8.0 
), 7.87-8.00 (4H. m). 8.48 (IH. s). 

18b) 2-(i-(3-((6-:^nn-2-^7^;v);^;v*^;v)-/ntr:a--;i/)if'^'J -:^>-4-'f ;v)J^ 

7X<% L fz2- (4- tf ^ V y ;v) ^ ^ - >»V (3. 70 g) t ^m7X« :^ b U A (2. 03 g) OtK (50 
ml)-THF(50 inl)M'^*Sfe^l8a)-C#^tty^:'ft'&ll(7. 57 g) *^P-»i*ojjn£^;o KlSM-^ 

L-CSiB<b'&t) (6. 18 g) ^m'^'i^^m t LXmzo 

NMR (CDCh) S: 1.01-1.13 (2H, m). 1.45-1.56 (2H. m). 1.67-1.81 (2H, m), 2.45-2. 
57 (IH. m), 2.80-2.90 (2H. m). 2.93-3.06 (IH. m). 3.52-3.60 (2H, m), 3.66-3.83 ( 
3H, m). 4.44-4.50 (IH. m). 7.59 (IH. dd. J = 1.8. 8.8). 7.93-7.97 (4H. m), 8.47 
(IH. s). 

18c) l-(3-((6-^^'^^-2-:^■7^;^);^;^5^-;^)•7'^/^°y ;v)-4-(2-3- Fj:.f-;v)t:^ 

nmmiswxnhtLfzit^mie.is g)(7)s^m^f-;v(ioo mOM-^. ymrx^^^t^^ 

>;^;v*-;v(i.4 mi)=^jtrax.. 0t:-ei.5^F^;6-^rI-^y::o KJBm^T^^m^k. mM^-^^ 
^v"ir A-e^'^L. mm^^^LtZo M^=^T-k h U -'1^(100 ml) iC^ft^L. B^^t 

tz'^. •^-y')i3 y ;v * 7 A xmWi L xmtZit^^ (5. 58 g) «r#7t o 

NMR (CDCh) d\ 0.90-1.23 (2H, m), 1.60-1.84 (5H. m). 2.46-2.58 (IH. m). 2.82-2. 
90 (2H. m), 2.95-3.08 (IH. m), 3.20 (2H. t. J = 6.7). 3.51-3.60 (2H. m). 3.79 -3 
.86 (IH. m), 4.46-4.53 (IH, m). 7.60 (IH. dd. J = 1.8. 8.8). 7.92-7.97 (4H. m), 
8.48 (IH, s). 

18d) 3- {2-{X-{Z-{{^-irx2U-2-i-y'^)l^):^i^^-)^)'f'^^-^^^i^)^^ ^-4- ^ 
jLf-;V)-l,3--^Ty-;V-2(3H)-'f 5 > 

1.3-^7V-;W2-T5 V(0.12 g)tDMF(0.5 ml)tr?#|^L. ||M^18c)-C#^ tL:t'fk^% 
(0.6 g)t^iaT'iJDx.. 80'C-C-Bfe>5>§tS-lf/Co ^JSm^7K^:l'a^5i*^ ^uU7t.}VAt 

^-}V(Dm,^m.xm^\^-. i^^m^mimm.-^^^'y^^xnm\^fzo mm^mi:\^ 

. ^^t^^^^tt->U5t;-^;^5!;7i^trfflSSiLTMI^<b'^%(0.11 g)=S:e'fe^5^t LT^/c 

MR (CDCh) 0.82-1.13 (2H. m). 1.38-1.84 (6H, m), 2.36-2.48 (IH, m), 2.74-2. 
98 (3H, m). 3.45-3.54 (2H. m). 3.61-3.76 (3H, m), 4.35-4.42 (IH, m), 5.68 (IH. d 
, J = 5.2), 6.29 (IH. d, J = 5.2). 7.52 (IH. dd. J.= 1.8. 8.8). 7.86-7.90 (4H. m 
). 8.40 (IH. s). 
10 10 31 

aiSE# 2004-3099284 



#® 2003-341430 



: 50/ 



J(3_((6-^nn-2--^-7^;v)>^;v*^;v)>^n/NV'<;v)-i-(((2Z)-3-^f-;v-2-(^^;v 

Ht8 2] 




N-CH3 



v:^-l-5!;>'V^*>'Mtert--/^;V(1.5 g) ^DMF(50 ml) Tlc^'fl::^ 

^t/co ffi^^t)0^fife'?ft»K<^l-(((2Z)-3-^^;v-2-(p<f-;v^^^^ 
y)-2 3-vb Kn-1 3-^TV'-;^-4--f ;V)^f-;l')-2-e^7i^^ ^(1.7 g)^'f^^Co 

7^;V)>?.;V*->'V)7^ne:r>m(1.5 g). H0Bt(0.84 g) J: tJ'TySCd. 0 g) ^*nx^Zna-ei 

5!7y;V'*7AT')iimt-CMIB<b^Jil(0.25 g)«r#l'fe38&*t LT^yJio 

NMR (CDCh)^: 2.51-2.84 (2H. m). 2.90 (3H. s), 3.12 (3H, s), 3.16-3.26 (2H. m) 

3 46-3.50 (2H, m). 3.52-3.74 (2H, m), 4.12-4.15 (2H. m). 4.34-4.39 (2H. m), 5.7 
6 (IH, s). 7.51 (IH. dd, J = 2.2. 8.8). 7.83-7.91 (4H. m). 8.40 (IH. s). 

[0 10 41 

ff^i n n -2-f - 7 ^ ;v) ^ ;v * - ;v) ^ ^ ^ ^ -1- C ( (2Z) -3- ^ )v-2- ( ^ ^ ;v 

4 5 y )-2,3-y n Kn-i.3-^Ty'-;v-4--f ;v)pf tf^^y ^^-2-;?;;^**>m^ f->'^ 



miEilf 2004-3099284 



#J1 2003-341430 



^-i^': 51/ 



UtS 31 



CI 




N-CH3 



lf^7y>-l,3-v?&;i'5K>Ml-tert--/-?->'V 3-P<^>'^(1.5 g) ^DMF(50 m\)K^MV> 
Rm:h ^}^M1.7 g) i:N-(4-i^ no^ ^;v-3-^ ^;W-1.3-^T V-;V-2(3H)-'f U •f':^)-N 
-^^jVT<>^mm (1.4 g)=S:][jnx.. 80'C-e-Bfe>$-#?i-^/co ^S«r^*L> 

A-e^^L/Co ^^i'fe?ft»Kc7)4-(((2Z)-3-^f-;V-2-(p{-5^;V'< 5 y)-2 

3- y t: K n -1 , 3-f - T V- ;V-4- ;v) ^ ^ ) -3- ^ ^ V 7 > -1- * -'V ^J^ > ^tert- 
'^;Kl.2 g)=^#7to itL^ h V 7nnS^^(lO ml)tc?#jSL. Siat?1^^5&^^?l-^^^o 
'Jiruu;^^>{50 mDiZ^mi^. h U ^^;VT 5 > (0. 87 ml) ^tnx.> 7X?^T-e3-((6-i^ 
nn-2--^:7^;v)7.;v*^;v)yne^>'m(0.97 g). H0Bt(0.53 g)i3 i t>lfSC(0.65 g) ^ 

*14'> U 5!; r ;V * 7 A -CWiSl LTMIB'fb^^tf (1. 8 g) =1: tLxnfZo 
NMR (CDCI3) 5: 2.38-2.52 (IH, m), 2.83-2.91 (3.7H. m), 2.94 (3H, s). 3.23-3.40 
(3.7H. m), 3.29 (3H. s). 3.48-3.66 (6.3H, m). 4.06-4.29 (IH. m), 4.77-4.96 (0.3H 
. m). 5.71 (0.3H. s), 7.73 (0.7H. s). 7.49-7.55 (IH. m). 7.88-7.94 (4H. m). 8.43 



(2Z) -4-( (4- (3- ( (6- iJ' n ^-2-:^ 7 -^JV) >^ ;v 5^ T'n /nV ;v) tf^ 7 ^ >-l--r ;v) ^ 
^;i/)-N.3->^^f-;v-2-(><f-;i'-f 5 y)-2,3-i^t Kn-l,3-f-TV-;V-5-*;V'K^'<J-^ K 



(2Z) -N. 3, 4- h 'J ^ ^ ;^-2- (> ^ ;v ^ ^ y ) -2, 3- H K n -1 , 3-^ T V- ;V-5-:* ;v ^ •^^ 

5 K(2.o g)i)^hmmmi3twim.i^\^x. mmit^^io.5A g)^i^'&m^tLxmzo 

NMR (CDCI3) $: 2.39-2.51 (4H. m). 2.72-2.87 (5H. m). 2.94 (3H. s). 3.32 (3H, s) 
. 3.40-3.53 (6H. m). 5.24 (2H. s). 6.44-6.69 (IH. m). 7.52 (IH, dd, J = 2.2. 8.8 
), 7.80-7.91 (4H. m). 8.40 (IH. s). 



(2Z)-4-((4-(3-((6-^' ^o-2-:^7^;^);^ J^*-^!') "/a >f 



(IH. m). 
[0 10 5] 

mmm 2 1 




[0 10 61 

mmm2 2 



tbiE#2 004-3099284 



#0 2003-341430 



^-v : 52/ 



Hl:8 5] 




H3C— N /S 




N— CH3 



(2Z)-N N 3.4-x h9P«^;V-2-(^^;V^ 5 y)-2.Z-V\^ Fn-1, 3--^T V'- ;V-5-:* ^V'^* 
it^-iJ-$V(2.0 g);i-t,^ife^l3i:|WI^tiL-C, SIMb^tl(0.27 g) =Sr fife^^^i: 

NMR (CDCI3) 8: 2.31-2.42 (4H. m). 2.70-2.78 (2H, m), 2.93 (3H. s). 2.97 (6H. s) 
. 3.32 (3H. s). 3.35-3.51 (8H, m). 7.52 (IH. dd. J = 2.2. 8.8). 7.84-7.90 (4H. m 
), 8.39 (IH. s). 
[0 10 71 

l_(3_((6-^5'^D-2-■^-7^;v)y;;^7^^^;^)7'^7^v^;^)-4-(((2Z)-3-^^;^-2-(^■^;^ 
y{^y)-2, 3->^ VI K ci-1, 3-^ T V^- ;V-4-'f )^) ^ ^^v) tT'^ 7 v Jl^^ ^mtert-^ 



Hbs 61 





23a) 4-(3-((6-^ n ^-2-•:^7^;^)^^V'■^-J^') "^'ayxV 'f ;v) ti°^7 v^v-1. 3-v^* ^v** 

Ii^7v>>-1 3-v>57;V**>'^y-tert-:^f-;V (Wu. Guoshengfb. Enantiomer 6, 343-345 
(2001)) (4'.lg) iz;^uu^^y{50ml)f,z^m\^. h 1; ^^;VT 5 >(4. 0 ml) JJP 
k 3llcJ^T'e3-((6-^^nD-2--^7^;v);^;v^-^^-)-^atf:a->'m(4.3 g). H0Bt(2.4 g) 

ioJ:OTSC(3.og)=^inx., ^ia-em^^>§?i-^^^o RCSi^^r^m:* 'J A^WT'T;v 

NMR (CDCI3) a: 1.43 (9H. s). 1.46 (9H. s). 2.84-3.11 (4H. m). 3.51-3.61 (4H. m) 

aiiE# 2004-3099284 



S^m 2003-341430 



^-v? : 53/ 



3 92-4.17 (1.3H. m). 4.25-4.35 (0.3H. m). 4.47-4.72 (0.7H. m). 4.93-4.96 (1.3H 
m). 7.58 (IH, dd. J = 2.1. 9.0). 7.93-7.97 (4H. m). 8.48 (IH, s). 
23b) 1- (3- ( (6- ^ D n -2-^ :7 5^ ;v) ;i/ * ^ ;v) n /^v ;v) -4- ( ( (2Z) -3- ^ f - ;v-2- ( ^ 
^ 5 y )-2. 3-v^ H K n-1. 3-^ T V*- JV-4-'f ;w) ^ ^;v) y >-2-:* >mter 

^f-;vi/iJ;Vh'J7V-Kl.9 g)=^inx.. 30^>e»-§?H?/io Rf&?^«rRm:^ V -^7 ATjcvs- 
/>:o ?##.=^^*b. ^®®=^DMF(50 ml)lc^ML. Rm^^f V A (2.4 g) i:N-(4-;^ n n ^ 
^;v_3_p{f-;i._l 3_^TV'-;V-2(3H)->f i;T'>')-N-;^f-;VT5 VJ^m^(1.9 g)'SrSPx.. 

NMR (CDCls) 3: 1.34 (9H, s). 2.04-2.17 (2H. m), 2.79-2.88 (3H. m). 2.98 (3H. s) 
3.23 (2H. s). 3.27 (3H, s), 3.38-3.64 (6.2H, m). 4.20-4.32 (0.8H. m). 4.95 (IH 
, s). 5.74 (IH. s). 7.58 (IH. dd. J = 2.2. 8.0). 7.87-8.00 (4H. m). 8.45 (IH, s) 

[0 1 0 81 

1- (3- ( (6- ^ n n -2-:^ 7 ;v) X ;v ^ ^ ;v) n /nV ;v) -4- ( ( (2Z) -3- ^ ^ ;v-2- ( ^ -^^v 
^ 5 y)-2.3-v'ii Kn-i,3-^Tv^-7V-4--f ;i')>f-;v)i^^9y>'-2-:*;i'5Kvm 
Hb8 7l 




^M'^J23b) X'# b tL/cl- (3- ( (6- n n -2--^ 7 f - ;v) ^ ;W 5^ ^ JV) -/a ^-^V ^ }U)-4- ( ( (2Z) 
_3_ ^ f- ( ^ ^ ;v >f ^ y ) -2. 3- y b K n -1 , 3-^ T ;V-4--f r^) ^ f - ;V) ^ ^ >- 
2-5!;;V**>mtert-y^;K4.1 g)«ritmm(15 ml)tc?#»L. ^iafl^Wid-^tl-ir/co R 
lS?eL=^8i*im> ^^t/^-^7K«r V^l^^XSO ml) fcO^^SIt'^ ^Jl^^l-. Sm-^^ (4. 2 

NMR (CDCh) 5: 2.03-2.42 (2H, m). 2.57-2.78 (2H. m). 2.80-2.97 (2H. m). 3.00 (3 
H. s). 3.11-3.43 (2H. m). 3.61 (3H. s), 3.63-3.86 (2H, m). 3.95-4.09 (IH. m), 4. 
86 (2H, s). 7.11 (IH. s), 7.74 (IH. dd. J = 1.8. 8.6). 7.96-8.03 (IH. m), 8.15-8 
.31 (3H. m), 8.64-8.66 (IH, m). 

2 5 

l_(3_((6_iJ'nD-2-^7^;v)>^;V*-;v)7'D>'NV>f ;l/)-N-(2-li Kn^->a^^;v)-4-((( 

aiiE# 2004-3099284 



mm 2 0 0 3 -3 4 1 4 3 0 ^-V : 54/ 

Hb8 81 

OH 




_^ ^ ;v_2- ( ^ -5^ ;v ^ 5 y ) -2. 3- V t: K n -1 . 3-^ T y*- ;V-4- ^ ^ ;v) 7 v^V -2- 
5t?;v**^'m(0.4 g) =^DMF(20 ml)tci#|i|L, h U J^f-;V7 ^ > (0. 2 ml) tK^T-C 
y-;VT5 X0.04 g). H0Bt(0.12 g) i5 i l^VSCCO. 16 g)trJnx.> ^?a-t?16I^K*^ 

A-r'ffiitTMIS'fb'^!|^(0.21 g)*efe^*t LT#fCo ^ o nc o .c. 

NMR (CDCh) 5: 1.82-2.20 (2H. m) , 2.77-2.86 (2H. m). 2.95 (3H. s) . 3-05-3 45 (4 
H m). 3.29 (3H. s). 3.49-3.80 (4. 8H, m), 4.42-4.44 (0.6H. m), 5. 12-5. 15 (0. 6H 
m) 5.52-5.55 (2H. m). 5.78 (IH. s). 7.05-7.08 (0.6H. m). 7.29-7.32 (0.4H. m). 7 
.59 (IH. dd. J = 1.8, 8.7), 7.86-7.98 (4H. m). 8.47 (IH, s). 
[0 10 91 



I 2 6 

M3-((6-i^nn-2-"t7^;v);^;v*-^V)-/n/NV>f;v)-N-(2-li Kn:3r vi-^;v)-4-_((( 
2Z)-3-^ ^;v-2-(^ 5 y )-2,3-v^t: Kn-l.3-^Ty-;V-4-^ ;v) ^ f-^W ^^^'-^ 

>'_2-?&;V:J?^-9-5 K 

Hbs 91 




r^^r^^)\^r^ K(0.08 g):6><b«^25i:|W|;»lxL-C, Slfi^b^tl (0. 19 g)^afe*S 

(CDCh)^^5: 1.26-1.28 (2H. m). 2.04-2.22 (2H, m). 2.70-2.99 (2H. m). 2 94 (3 
H. s), 3.10-3.26 (2H. m). 3.27 (3H. s), 3.36-3.93 (6.6H. m) 4.01-4.18 (6 4H m) 
4.42 (0.4H, br). 5.14 (0.6H. br). 5.75 (IH, s). 6.00-6.08 (0.4H, m), 6.18-6.30 
'(0.6H, m). 7.57-7.60 (IH, m), 7.88-7.98 (4H, m), 8.46 (IH, s). 
[0 1 1 01 

J^^(Tif-;vT5y)^f-;v)-i-(3-((6-i5'nn-2-^7^;v);^;v*-JW7'n^^v^^W 
-4-(((2Z)-3-^f-;v-2-(p^^;^^ 5^)-2.3-i^ii Ko-i,3-^Ty-;v-4-^;v)^^JV)b 



aJiE# 2004-3099284 



#]1 2003-341430 



^~z^ : 55/ 



[^b9 0] 




N-T-fe^^V^-^V^vT^ >(0.08 g)T!)^hMMn25t^m^LX^ SM-^tl (0. 15 g) * 

NMR (CDCh) .J: 1.93-2.20 (2H. m), 2.78-2.93 (2H. m). 2.95 (3H, s). 3.10-3.33 (7 
H, m), 3.25 (3H. s). 3.59-3.70 (3.4H. m). 4.38 (0.4H, br), 5.04 (0.6H. br), 5.45 
-5.68 (1.6H, m). 5.78 (IH, s), 7.22 (IH, br). 7.53 (IH. br). 7.57 (IH, dd. J = 1 
.8, 8.7). 7.91-7.98 (4H. m). 8.48 (IH. s). 
[Dili] 

nnm 2 8 

i_ (3_ ( (e-^' n n -2--^ -7 ;!/) ^ -fu/^y y( ;v) -N-^ ^ ;v-4- ( ( (2Z)-3-^ ;v-2 
5 y)-2,3-vii Kn-i,3-f-Ty*->'v-4-^;v)^^;i')ii'^^y>-2-*;v*'^ 



p< f - 7 5 > ^m.^ (0. 05 g) i)^ h Mmm25 i: |W1# L -C. i^ffi^k-^tr (0. 23 g) ^ 6 -fe^a^a 

NMR (CDCh) 8: 1.96-2.22 (2H. m). 2.71-2.89 (5H, m). 2.99 (3H, s). 3.11-3.28 (3 
H. m). 3.31 (3H, s). 3.37-3.85 (4.4H. m). 4.02-4.13 (0.4H. m), 4.36-4.53 (0.6H, 
m). 5.15 (0.6H. s). 5.78 (IH. s), 6.41 (0.6H. br). 6.71 (0.4H. br). 7.58-7.61 (1 
H. m). 7.87-7.97 (4H. m). 8.45 (IH. s). 
[0 1121 

mmm 2 9 

N-( (2Z) -4- ( (4- (3- ( (6- n n -2-i- "7 ^ ;v) 7> * - ;i') T'n y >r ;v) -3- (4-^ ;v s}^ i; ^ 
;v ij )v ;i/) 7 -J y-i-^ Ji') ^ f-;^) -3-^ f - ;i/-i. 3-f - r V- ;v-2 (3H) --f 'J >') -N 



[^1:9 11 




tiJiE# 2004-3099284 



#M 2003-341430 



56/ 



Hk9 21 




^;i/5^U ^(0.07 g);&-f.*iSW5i:|W|»lcLT. SfB'ffc'^Jfe (0. 09 g) =Sr fi-fe^fa t UT^ 

mi (CDCI3) 5: 217-2.45 (2H. m). 2.62-3.19 (4H. m). 3.06 (3H, s). 3.33 (3H s), 
3 34-3 74 (12. 2H. m), 4.00-4.22 (1.4H, m), 4.72-4.79 (0.4H, m). 5.23-5.24 (IH, 
m). 5.84 (IH, s), 7.66 (IH. dd, J = 1.8. 8.8). 7.98-8.05 (4H, m). 8.54 (IH. s). 
[0 113] 

(2Z) -5-^n ^-4- ( (4- (3- ( (6- n n -2--^ 7 ^ ;v) X ;v * - ;V) n y JV) tf ^ 7 >'- 
1-^ ;v) ^ ^;v)-3-^ ^;v-1.3-5^Ty-;v-2(3H)--f U >mtert--^^)V 
Ut9 3] 




30a) 3 4-i^>^;V-l,3-f^T^/-;^-2(3H)--f >mtert-^^^V 

4 >*VV-1 3-f-TV^-^V-2-r^>(lO g)=grDMF(20 ml)i::^MU MiaT-a -i^^fk^ -^^KB 

n ^ (100 ml) kZ^MLfzo - ^^^tfif-- ^ U i^;VT 5 > (12 ml) ^JPx.. MT--^ 
®?y-tert-:^^;v(20 ml)=^Jnx.> ^zaT-16^^*-§ti-^:Aco RlST^«r7lctw?£§^32*^. 

ffiiE#2 004-3099284 



#0 2003-341430 



^-v : 57/ 



NMR (CDCh) d: 1.67 (9H, s). 2.36 (3H, d, J = 1.4). 3.70 (3H. s). 6.29 (3H, d. 
J = 1.4). 

30b) 5-7*n^-3,4->>'^ ^;V-1, 3-f-T V-;i/-2(3H)--f U 7'>':^;V^n*5 >mtert-^^;V 
«^J30a)-e#^tL/i'fk'^t'(3.o g)^rizgm<b^#(50 ml)tr?#»L. ^za-eAIBN(0. 1 g) 
^^J:tms(2.3 g)^Jjnx.. SOr-eiBtF^^O-^fl-^Tto Kl^m^Rm:^ V ^ ^7mmi^&.^ 

. MfB'ffc^tr(2.9 g)^e'fejSSH^i: b-C#^Co 

NMR (CDCh) 8: 1.55 (9H. s). 2.26 (3H, s), 3.62 (3H, s). 

30c) (2Z) -5-^ n ^-4- ( (4- (3- ( (6- ^ n n -2-:^ "7 f - ;v) >^ ;v ^ ;V) 7^ n y nV ;v) tf ^ v 
y >_l_xf > ^;v)_3_^ 3-^7 V-;V-2(3H)--f U t'^ * 5 ymtert-zT^ 

|IM^J30b)-C#<b tt/c<b'g-t>5-:7'n^-3,4-v^^ ^;V-1.3--^T V*-;V-2(3H)-'f V x*^* 
;V7^'5 >'^tert-:7'f-;v(2.9 g) =^1, 2-^ ^' n o > (50 mOtC^^L. ^^a-CAIBN (0. 1 
g);fe<tmJBS(1.7 g)=^Jnx.> 8O1C-e30#K)&^§t£-€/io U "i^ ATfc^tgtr^* 

, ^'fe^:btt»K<^5-rn^-3--7'n-t^^;V-4-^f-;V-1.3-f-TV-;V-2(3H)-< 'jr^V* 
ymert--^^;!/ (3.1g)=^#/io iO'fb-^«^i:«f?iJ3a)-e#'b*L7tl-(3-((6-i5^ 
^^-2-:^:7■^;^)>c>;^*-;^)y^l^:i-:::;^) tr^7v>^(l.0 g)^DMF(30 ml)tc^li?U. 
^m^i/U 't7i.(0.75 g)=^tJDx.. 70'Ct?4!^^;&-§?i-i?:^^o ^#ii^r@*L. ^^J^^ttKIC^ 

mLfzo mm^'^^L. ^§!fe=Sr^Stti^U *'5^;V:<'9iHX'3itmL-C®ia'fk^4^(1.2 g) 

NMR (CDCh) 8: 1.56 (9H. s). 2.38-2.49 (4H, m). 2.83-2.91 (2H, m). 3.41-3.60 (8 
H. m). 3.73 (3H. s). 7.50 (IH. dd. J = 2.2, 8.8), 7.92-7.97 (4H, m). 8.47 (IH, s 
). 

[0 114] 

3 1 . > 

5-:/'a^-4-((4-(3-((6-:J' a ^-2-^7f■;^);^;^5^^;^):7'^>'^•y ^ ;v) i^^^y v-l-^ 

;v)^ ^;w)-3-^ f-;v-l.3-^TV-;v-2(3H)-^ 5 > 

Hb9 4) 




NH 



mmm30c) T'# ^ fifz (2Z) -5- ^-4- ( (4- (3- ( (6- ^ n n -2-•:^ 7 ^ ;V) ^ * - ^v) n 
y ;v) 7 V? V -1-^ ;v) ^ ^ ;^) -3-^ ^ ;v-i, 3-^ T ;v-2 (3H) U r v ;v/n* 
^ >m tert--/^;l'(1.2 g)«r h U 7nng^m(10 ml)lc^ML> ^ja-eiNF^^75-§tS-^/c 

14 vV ?!;y;i/?!;7A-efflML-cSia<b^®(0.07 g) ^r^^i-fel^^t L-c#^o 
NMR (CDCh) 5 : 2.39 (2H. t. J = 5.1). 2.47 (2H. t. J = 5.1). 2.86 (2H. t, J = 7 

fllSE# 2004-3099284 



2003-341430 



58/ 



.8), 3.28. (2H. s). 3.36 (3H. s). 3.43-3.59 (6H. m), 7.58 (IH, dd, J = 1.8. 8.4). 
7.91-7.95 (4H, m), 8.46 (IH, s). 
[0 1151 

*f(2ZM- ( (4- (3- ( (6-i5' n n -2-^ -7 f - ;v) 7. ;v * - ;v) t'h /nV ;v) ^ 7 >-l--f ;v 
)^f-;v)-3,5-i?^^;v-i.3-f-TV-;v-2(3H)--f U r^»-N-^f-;VT5 V 
Hbs 51 




\ / 



M 

H3C— N 




N-CH3 



«Wa) -e# ^ tL^^ 1- (3- ( (6- n n -2--^- -7 ;v) >^ ;v * ^ -7° n 11° ^ ^ ;v) 1:1 7 > 
(1 0 g)i:N-(4-^nn^^;V-3,5-i^p<^JV-1.3-^TV-;W2(3H)-^UT'»-N-^^;w 
T5>':^mi^(0.8 g);6-'b^i&^J3 t|WI»tCLX. SfB^b-^iJ (0. 39 g) 'SrfifeJl&^i: 

NMr'Wis) 5: 2.11 (3H. s). 2.35 (2H. t. J = 5.4). 2.42 (2H, t. J = 5.4). 2 86 

(2H. t. J = 7.8), 3.00 (3H. s), 3.21 (2H. s). 3.36 (3H. s). 3.42-3.58 (6H, m). 
7.59 (IH. dd, J = 1.8. 8.7). 7.88-7.95 (4H, m). 8.47 (IH, s). 
[0 116] 

a?(^ f(^- ^ n n -2-:h 7 ;v) * - ^v) ■/ n >f ;v) -4- ( ( (2Z) -3- ^ f - ;v-2- (^ ^ ;v 
^ 5 y)-2,3-v^ti Kn-l,3-f-Ty->'V-4-'f ^l^)^^^!^) tf^9v>'-2-^ ;v)S^mJ^f->'V 
[^k 9 6 1 




N-CH3 



33a) 4-(3-((6-^' □ □-2-:^7f-;^);^->^*--'^)■/°'''«>' ^ ;V)-3-(2-J:. 
3_ (2- h v_2- :f ^ y ^ ^ ;v) ^ 9 > -1- * >^ter t- ^KO. 9 g) =S: iJ' a n 
^^y{20 mDizmmV. hij j^^;WT5>'(0.92 ml)=Sri]nx> 7jc?^TT'3-((6-i^ n ^-2- 
:h7^;^)7C.;^7i^-;^)^a li:^->-m(1.0 g). H0Bt(0.55 g)i5J:rnSC(0.65 g)'Srlrax.^ M 

ttilE#2 004-3099284 



J^il 2003-341430 



^--J : 59/ 



A-effim> amm**i7|c^m-7i^'^-v<> AT-^jtLfwo ^'Sr^^L-C. @lB^b^'^(l.l 
g) ^r^Hfefft^^i: LT»^o 

NMR (CDCh) 5: 1.15 (3H, t. J = 7.2). 1.39 (9H. s), 2.42-2.98 (6H, m) . 3.18-3.3 
4 (0.3H, m), 7.48-7.56 (IH. m). 7.81-7.94 (4H. m), 8.31-8.43 (IH, m). 
33b) (1- (3- ( (6- if' n n -2-■:^ -7 f - ;i/) ;v - ;v) y n ^nV )V)-4- ( ( (2Z) -3-^ ^ ;V-2- ( 
^^;v>f 5y)-2,3-v^t: Kn-i,3-^TV-;v-4--f ;v);>''^;v)tf^9$?:x-2->';i/)i^^>3^ 

^ifeW33a)-e#P>tLfc'fb^%(l.l g)?r h V ^nnl^mClO ml)lC-}#MLs ^^§.X'lB#r^/{>^ 
§?Hf7to M^^*b> ':7i.7X^?ST'T;v:«f 'J-ttiwL/c^. ^uuri^ 

ml)lc?§ft?L> ^il* V -^^-^.(0.55 g) tN-(4-^'nn^>?^;V-3-^^;i'-1.3-f-TV-;V-2( 

3H)-^ vr>)-N-^-^;vT5 >mmJ^(o.42 g)=^tnx.^ 70t:-e4BtF^:i- ^ fl-^fTto ^mmi 

Lr@K'fll^ife(0.32 g)=SrefeJ^*t LT#fco 

MR (CDCh) S: 1.18 (3H. t. J = 7.2), 1.83-2.13 (3H, m), 2.41-2.48 (0.5H. m), 2 
.62-2.91 (5H, m), 2.99 (3H. s). 3.02-3.27 (3H. m), 3.34 (3H. s), 3.47-3.62 (2H. 
m), 3.96-4.06 (2H. m), 4.34-4.38 (IH, m), 4.90-4.94 (0. 5H, m), 5.73 (IH. s), 7.5 
5-7.60 (IH. m). 7.82-7.96 (4H, m), 8.46-8.48 (IH, m). 
10 117] 

mmm 4 

N- ( (2Z) -4- ( (4- (3- ( (6- n n -2- f - -7 f - ;v ) ;^ ;v - ;v) y n / ;i') -3- ( (3- (4-^ ;v ^ 
U -;v)-i,2.4-:t ^^?->^T V-;v-5--f jv) ^ ^;v) i?>-i-^ ;v) >^ ■^;v)-3-^ -^JV- 
1.3-^TV'-;i'-2(3H)-^ y T'>)-N-^f-;V'T5 V 
Hfc9 7] 

34a) 2-(2-.x hip i/-2-:^^V J^f-;V) tf^9>^>'-l,4-v^:*;WJ^*>'^l-TU -^^ 4-tert- 

3_(2-a:. h :3|r V-2-:t^ V J^^;V) V )\^y^yMtert-'X^ {5.5 g)^-J^^ 

^ >(50 ml)t'ML> h U ^f-;VT 5 > (6. 3 ml) =&inx.> 7X^Ttri^ n nj^mT U 
-;v(2.4 g)^7X}tTSnx.> ^zaT-iB#^;e>-§rl-€/io SJ:t>TS=l:Rm:* V -^ATKitT^-eT 

iRti?*u-c. «iB'fb^%(6.i g)i:mn^m^mtLxmzo 

NMR (CDCh) 5: 1.39 (9H, s). 2.63-3.10 (2H, m), 3.21-3.38 (2H. m). 3.69 (3H, s) 
. 3.81-4.10 (2H. m), 4.50-4.71 (4H. m), 5.16-5.31 (2H, m). 5.77-6.02 (IH, m). 
34b) 2-((3-^;Vj^ 'J >-4-^ ;V)-1, 2,4-:t vT V-;W-5--f ;W) 11^7 v >-l, 4-i?:* 
;V^V®J1-TU -;V 4-tert-:/"^;^ 

^;V*'; V-4-7t?;V'K^-9-5 K :^-^'>A(2.1 g)=SrM7i<.THF(50 inl)t;^<l?L. 4A^V^ 

^^_,>_7';x.7N-^^^-(4.o g)^ri)nx.> muxsmmib-^^m^ti^. TK^-fk-^ h u a (o 

.57 g)=l:inx.. 60t:-C'20^r^:6^ifWfCo :i(DKJ^^m^mMm4a)xnhftfz^t^miA-2 

6g)=&*nx.^ i^^^mu/co BLmmi:m^vx. n^m^'y')*'f}^^*7 2^xnm\.x 

NMR (CDCh) S: 1.38 (9H, s). 2.57 (4H. t, J = 4.5). 2.81-3.03 (IH. m). 3.24-3.4 
7 (2H. m). 3.67 (2H. s). 3.72 (4H, t, J = 4.5). 3.98-4.18 (2H. m). 4.58-4.74 (3H 
. m). 5.19-5.40 (2H, m), 5.53-5.63 (IH. m). 5.80-5.99 (IH. m). 
34c) N- ( (2Z) -4- ( (4- (3- ( (6- n n -2--^- 7 ^;v) ;^ ;w * ^ /w) -/n y >f )V) -3- ( (3- (4-=t 

miiE# 2004-3099284 
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^--J : 60/ 



^ii^J34b)t?#fb^^yi'^b^^^(l.3 g) =^THF(20 ml)(C?#ft?L. l,3->^^ 

^(1.9 g)^ -r b >')^^■9>^'^7A (0.3 g)?r^^x.^ 

Wt»«:>^^'ao^ ^y(20 ml)l::Mt, h V :r^f-;VT 5 > (0.92 ml) =Srtnx.. *.<tT-e3- 
((6-^^^-2-:^■7^;^)>!>;V*-;v):^^ tr:t>'^(1.0 g). H0Bt(0.55 g)^ J;tFWSC(0.65 

^^l-fef* ttJ^ IC <D4- (3- ( (6- D n -2- f - 7 ^ ;v) A ;v :^ ;v) •/ n /nv -f ;v) -3- ( (3- (4-^ 
i; -;v)-i,2,4-:^^-9-vTV-;v-5-^ vf^v v>-l-*;V5K>^tert--:^ 

f-;v(2.3 g)=^#/v:o h u ^nng^mdS ml) tcv#||?L> Mra-ei^ra^^^^^^i-^^-o 

filL. ^m^&U "^Ad.O g) hN-(4-i^nn^^;V-3-^f-;V-l,3-^TV'-;V-2(3H)-1' U 
7-»_N-p{^;VT5 V:^^:^ (0.77 g)^Jnx.. 70X:-e4^P^/5- # rl-if/wo Mtr^^tl:. 

NMR (CDCh) 5: 2.09-2.19 (IH, m), 2.39-2.61 (5H, m), 2.84-2.89 (IH, m), 2.96 (3 
H. s). 3.01 (3H. s). 3.06-3.30 (3H, m). 3.49-3.61 (5H, m), 3.64-3.78 (5H, m), 5. 
73 (IH. s). 5.86 (IH, s), 7.58 (IH, dd, J = 2.4, 9.0). 7.88-7.96 (4H. m), 8.48 ( 
IH, s). 

[0 118] 
^i&'M 3 5 

( (2Z) -4- ( (4- (3- {{Q-'iruu -2-^ 7 ^ ;v) ;^ ;i' * - -iw) ■/ D /nv ^ ;v) tf^ 7 V >-i--f ;v) 
Ut9 81 




N— CH3 



35a) 4-(((2Z)-5-'i^JV5 ;V-3-p{^;V-2-(^ ^}^^ 5 y)-2.3-V\± Kn-1.3--f-T V-;V-4 

;v) ^ f-;v) v>-l-*;V'i^^'^tert-y^;v 
^»lla)T-#ibtL/c4-(((2Z)-3-^f-;V-2-^-^;i"f 5 ^-2. 3-^11 Kn-1.3--^T 
_4_>f ;V);^^;V) tf^9v?V-l-*;V'i?:^@^tert-y^;v(1.0 g)=SrTHF (20 ml)t'?#^L. - 
70'CT-n-y^;V';f-'i'A(4.6 ml ; 1.6M^^•^?-^^#^^)^:i)^x.^ 30^PBl^^^rI-^/to 
^UDMFd.O mO^rlinx.. -70'CT'l^F^>&-# rS^^c^. O'C'Ci^^bT AtK^tS^SP 

MiB'fb'e-^ (1. 1 g) ^m^'&m^m t L-cm^o 

aiiE#2 004-3099284 
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^-z^ : 61/ 



NMR (CDCI3) 8: 1.46 (9H, s), 2.40-2.52 (4H. m), 3.06 (3H. s), 3.42-3.45 (4H. m) 
, 3.49 (3H, s), 3.67 (2H, s). 9.75 (IH, s).' 

35b) 4-(((2Z)-5-t: Kn ^ vp? ^;V-3-p{ f-;V-2-(^ 5y)-2,3-':^t Fn-1.3-^T 

^iS^J35a)T-#^tLfc'ft'^t/(l.l g)=^> -;i/(15 ml)t ^nn;^;VA(l5 ml)<^?£^ 

tSJ-^lSL. ot:T?7jc#'fb'i^':/^-^ > u -^7^(0.18 g)«:j(rax., ^za-ci^^^>§m-^7to K 

m-^^^-^^y^-^-^^^Mi^tio mm^^^Lmm^t^ma.i g)^^m'^^^BtLxmzo 

NMR (CDCI3) S: 1.45 (9H. s), 2.39-2.44 (4H. m). 2.99 (3H, s). 3.34 (3H, s). 3.3 
4-3.43 (6H, m), 4.49 (2H. s). 

35c) ( (2Z) -4- ( (4- (3- ( (6- iJ' n n -2-^ -7 ^ ;v) >^ ;v - ;v) T' n ^ sV -f ;v) tf ^ 9 >- -1- 
;v)yf-;v)-3-^f-;v-2-(^f-;v-f ^y)-2.3-vt: Kn-i.3-f-T V->>^-5--f ;v)> 

mmms5h)x-nhfifzi\:^miiA g)=srismm(io mDic^fft. sia-emw:d^§?s-^/i 

o KBU^mm^. ^@t>*t&fomW>!K.(15 ml)fciJ'nn;^;VA(15 mD^^m-^^^tw-^HL 
. 0"C-e:^'^b3-((6-^'^^-2-:^7^;^);^;^^-;v)■/^t::^-;^;Kl.l g)^:i]nx.. ^?a-^2 

A x-m^^Lxmmit^m (o. 50 g) e^j^^^ t Lxntzo 

NMR (CDCI3) 5: 2.38 (2H, t. J = 5.1). 2.46 (2H, t, J = 5.1), 2.86 (2H, t. J = 8 
.1). 2.99 (3H, s). 3.32 (2H. s). 3.33 (3H, s). 3.44 (2H. t, J = 5.1), 3.50-3.57 
(4H. m), 4.48 (2H, s). 7.58 (IH, dd, J = 2.1, 9.0). 7.90-7.96 (4H. m). 8.45 (IH, 
s). 

[0 119] 

nmm 3 6 

N- ( (2Z) -4- ( (4- (3- ( (6- n n -2--^ -7 ;v) :^ ;v 5^ ;v) T'n ;V) ^ v v >-l-^ JV 
) ^ ^ ;v) -5- ( ( V ^ T 5 / ) ^ f-;v) -3-^ ^ 3-^ T V- ;^-2 (3H) u :^ ) -N-p< 

HbQ 91 




N-CH3 



36a) 4-(((2Z)-5-((y^-f-;i'T^ y)>f-;i')-3-^f-;v-2-(^^;vW' 5 y)-2,3-':^ti k;v- 
1, 3-^7 V-;v-4-'f ;v) ^;v) y^^^'J >-i-* ;i/jK>^tert-y-^;v 
ll*fe15a35a)-e#p>tL3t4-(((2Z)-5-5^;v^;i'-3-^f^;v-2-(^f^;v-f < y)-2.3-y t Kn-l 

, 3_f - 7 V- ;v_4- ;v) ^ f - ;V) tf ^ 7 > -1- * -'V > ^tert-^ ^ ;V (1 . 0 g) i: IMS? p< 
;i^T^ >THF^fl£(2.6 ml)^l,2-v^'nnji^>(50 ml) iif^mCO. 18 ml)<Dm^m'mM 
L> CCt? h V T-b h ^ vTK^^k'^ "i^^-^ f V A (0. 84 g) 4rSnx.. ^iai?— § ?M 

ftETKM-^^^^v-^A-e^j^L/Co ^^=Sr@*U SIB'fk'^Jgja.l g)Sr^^fe^H%tL 

NMR (CDCh) S: 1.46 (9H. s), 1.70-1.79 (2H. m). 2.25 (6H, s). 2.35-2.40 (4H. m) 
. 3.01 (3H, s). 3.27 (2H. s), 3.36 (3H, s). 3.40-3.50 (4H, m), 3.74 (2H, s). 

aiiE#2 004-3099284 



#11 2003-341430 



^-i^: 62/ 



36b) N- ( (2Z) -4- ( (4- (3- i{6-^uu -2--^ 7 ^ ;w) :^ ;v * ^ ;v) T'n/"? y >f ;v) if^ ^ v y-i 
)V) y f-;v)-5-((y > f-;i/T ^ y ) > •^;v)-3-> 3-f^Ty'-;v-2(3H)-'f U r >') 

^ife^D36a)-e#fbtL/>:<b^ii>(l.l g)=^2tmm(10 ml)lcML. gia-eiBtPsiTj^ rE-€/; 
o RJE>?&=^zt-fi^^> mn^m^MMM^ Dil)i:i^nn.^;VA(15 ml) <7)?l^?1^t;?#j»L 
, 0'C•C':^^k3-((6-^^^□-2-:^7f-;^):^;^*--'^)■/a tr:J--;v(0.89 g)'Srj!inx.. ^©"^ 

AT?fflS^L-cmifi'fb'^tJ(0.22 g)=lra'fei^*i: LT#yio 

NMR (CDCI3) ^: 2.25 (6H, s). 2.34-2.43 (4H. m). 2.83-2.91 (2H, m). 3.00 (3H, d, 
J = 1.8), 3.24-3.27 (2H, m). 3.28 (2H, s), 3.34 (3H. d. J = 1.8). 3.44-3.59 (6H 
. m). 7.60 (IH. dd. J = 1.4. 8.8). 7.92-7.97 (4H. m). 8.47 (IH. s). 
[0 12 01 

mmm 37 .... 

N- ( (2Z) -4- ( (4- (3- ( (6- ^ n n -2-i- "7 ^ ;v) ;^ ;i/ * ^ jv) y n /nv ;v) ^ 9 -y-i-^ ;v 
) > f.;v)_3_>< f-;v-5-(4-^;v* u ^;w)-i,3-^T V-;v-2(3H)-'f V •7'»-N-^ f- 

Hbi 0 0] 




.N-CH3 



37a) 4-(((2Z)-3-;'<^;V-2-(p«^;v-f 5 ^ )-5-(-=e;V5^ U >-4--f ;v) ^ •^^V-2,3-v H Fo 
-l,3-^TV'-^V-4--^ }£^y''Jy-l-'^)^^>^tert-':f^)^ 
^kW5a)-e#'b*L/i4-(((2Z)-5-*;V^ JV-3-^^;V-2-(^f-;v-f $ 7)-2.3-vt: Kn-1 
3_f-7'>/-;V_4--f ;i/)^-5^;V)tf^7V>'-l-?!/;i^'^*>^tert-7''^;V(1.0 g) i:^'; U 
>(0.36 ml)=^l,2-y^'nojii^>'(50 ml) 1 1^^(0.18 ml)Oti^feLt^^«iL, O^t? h U 

7-b h^'>7Kfg<t;*'i^^*^- > V "^7^(0.84 g)=l:inx., ^iar— Bj&^^ir£-<?^^o RM^^ 

iz-^A-e^i^L/co M^^*L. MfB<b^%(1.2 g)=Sr^li'fe^B^Bi: tT#/co 

NMR (CDCI3) d: 1.46 (9H. s). 2.35-2.40 (4H, m), 2.43-2.47 (4H. m). 3.01 (3H. s) 

. 3.27 (2H. s). 3.35 (3H. s). 3.37-3.42 (4H. m). 3.69-3.71 (4H. m). 3.74 (2H. s) 

37b) N- ( (2Z) -4- ( (4- (3- ( (6- ^ o n -2--^- "7 ^ ;V) ;V 'i^ ^ -iv) ^ n y y( )V)\£^9 ^ >-! 
)V) ^ f-;i/)-3-p{ f-;V-5-(4-*;V5^ V ^;vy ^;v)-l, 3-^7 V-;V-2(3H)--f U 7'>)-N 

|life^J37a)t?#'btLf^'ffc'^^(1.2 g)=^^J^m(10 ml)i::^^t, ^zat?lB#K:*>§?li-^^>: 
o M%=^lfe^mW7lc(15 ml)i:i^nn.i.;VA(15 ml)<^M'^TSt^?#» t 

. 0'C-e:^'^b3-((6-^J'^^-2-:^7f-;^)7.;^*-;^)yo tr:j--;v(0.89 g)=£:l)Dx.> ^i^-e 

AT?fflMLT«fB'fk'^J^(0.22 g)=Sre'fe^*i: L-C#^Co 

NMR (CDCI3) 5: 2.18-2.44 (8H. m). 2.84-2.92 (2H. m). 3.01 (3H. s). 3.28 (2H. s) 
, 3.35 (3H, s). 3.35-3.40 (2H. m). 3.43-3.55 (6H. m). 3.68-3.73 (4H. m). 7.60 (1 
H. dd. J = 1.4. 8.8). 7.92-7.97 (4H. m). 8.48 (IH. s). 

ffiiE# 2004-3099284 
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^-^J : 63/ 



[0 12 1] 

nnm 3 8 

((2Z)-5-(l-(3-((6-i^ 0 0-2-^-7 5}^- ^iv):^ a /nV ;v) tf^ V i^:/-4-< ;v)-3 

•^;v-2-(^ ■^;v-f ^ y )-2. 3-v li Kn-i, 3-f-7 v'--'i'-4-^ ;v) ^ ^ 
Hbi 0 1] 




38a) 4-(((2E)-4-*;V5;V-3-pt^;i'-2-(^f-;V'< 5y)-2.3-vli Kn-1.3-^TV-;V-5 

4-(((2E)-3-^^>'V-2-(^f-ii/^ 5 y)-2,3-^^H Kn-l,3-^Ty*-;V-5-^' ;W^-5^;V)t:° 
^i;i;>_l_55,;v#y^tert-y^;K2.2 g) ;6-i>>^MW5a) t IWI^lC LT. ©M^!^ (2. 

7 g) =£:#/Co . 
NMR (CDCh) S: 1.48 (9H, s). 1.63-1.87 (4H, m), 2.70-2.86 (2H. m). 3.04 (3H, s) 
. 3.38-3.48 (IH, m). 3.56 (3H. s). 4.22-4.49 (2H. m), 9.77 (IH. s). 
38b) 4-(((2E)-4-li Fn^r ^;V-3-^ ^;V-2-(> ^;^-f 5. y)-2.3--J\^ Kn-1,3-^T 
V- ;v) ^ ^ ;v) U >^ -1- ^ :^®^tert-y f - 

*ifef?fl38a) -e# h fiti^t^m (.2.7 g)ib-h nMmSSh) HHH L T . MU^t^^ (1 . 6 g) =S: 

NftflTcCDCh) ^: 1.47 (9H, s). 1.52-1.72 (4H. m) . 2.68-2.82 (2H, m), 2.96 (3H, s) 
. 3.18-3.29 (IH. m). 3.33 (3H, s), 4.15-4.21 (2H. m), 4.43 (2H. s). 

38c) ((2Z)-5-(l-(3-((6-^'^a-2-:^7^;^);^;^>^-;^)yD>'^•y-f ;v)tf^'; P>-4-^ 
;v)-3-^^;v-2-(^-5^;v-r 5 y)-2,3-v>^li Fn-1.3-^Ty*->'l^-4->f ;v)^ iJ^^-^V 
^iS^38b)-e#ibtL/i'fk>&t/(1.6 g);&-ib*WJ35c)h|W|#l::LT. (0. 06 g) 

NMR (CDCh) a: 1.47-1.84 (5H. m). 2.48-2.60 (IH. m). 2.85-3.25 (3H. m). 2.93 (3 
H. s). 3.30 (3H, s), 3.52-3.60 (2H. m). 3.87-3.93 (IH. m). 4.41 (2H, s). 4.53-4. 
60 (IH. m). 7.59 (IH, dd. J = 2.0. 8.8), 7.88-7.98 (4H, m), 8.48 (IH. s). 
[0 12 2] 

MM^i 3 9 . 
N- ( (2Z) -5- (1- (3- ( (6- n n -2-:^ 7 ;v) ;^ ;v * ~ ;v) ^ ^-^v ;v) tf ^ U y -4- ^ ;v) 
-4-((>'^ f^^VT 5 y ) ^ ^;i')-3-^ ^;i'-i,3-f-T V-;v-2(3H)-'f U •7'^)-N-pi ^;vT 5 
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^-S?: 64/ 



[^b 1 0 2 ] 




39a) 4-(((2E)-4-((v^ptf-;VT5y)>f-^^)-3-P«^;V-2-(^-^;V'f 5y)-2.3->^li Kn- 
1, 3-f - T V- ;V-5- ;V) ^ ^ ^l') tf^ V V ;v >'^tert--7''^ ;v 

iifef!l38a)-ew^tt/^4-(((2E)-4-*;v5;v-3-^f-;v-2-(pt^;V'f 5 y)-2.3->^v; Kn-1 

3_^-j.y„;v_5_^ tf^V v ;v>3^'>mtert-:/'^;V(0.9 g) iilMypff- 

NMR (CDCI3) S: 1.47 (9H, s), 1.53-1.95 (4H, m), 2.22 (6H. s). 2.69-2.89 (3H. m) 
. 2.98 (3H, s), 3.15 (2H, s). 3.33 (3H, s), 3.74 (2H. s). 4.17-4.23 (2H. m). 
39b) N- ( (2Z) -5- (1- (3- ( (6- ^ n n -2--:^ 7 ^ ;V) ;V * - ;l^) •/ n /NVf ;v) V V-4- 
.f ;V) _4- ( ( y ^ ^ T ^ y ) ^ ^ ^l') -3- ^ ^ 3--^ TV- ;V/-2 (3H) ->f 'J > ) -N-^ 

^Ml?!l39a) T'# h fifz^t^m (l.l g) t ^^tZ- ( (6- n n -2--^- 7 ^ ;w) ;^ ;v * - ;v) 7" n t: 
:^--;K0.89 g)>6-P>^WJ36b) ii|W|#l-L-C. mifl'fk'a-tJ (0. 43 g) ^fifeJ^^t L-C#/^ 

NMR (CDCI3) 5: 1.47-1.70 (5H. m), 2.22 (6H. s), 2.49-2.61 (IH. m). 2.86-2.94 (2 

H m). 2.98 (3H. s), 3.01-3.09 (IH, m), 3.14 (2H. s). 3.34 (3H. s). 3.53-3.61 (2 

H, m). 3.88-3.95 (IH, m). 4.58-4.64 (IH, m), 7.59 (IH. dd. J = 1.8. 8.8), 7.88-7 
.98 (4H, m), 8.48 (IH, s). 
(0 12 31 

Hife^J 4 0 ^ , 

N- ( (2Z) -4- (1- (3- ( (6- iJ' n n -2-^ 7 f - ;v) ;v ^ ^ ;v) ^ o /nV ;v) 11 ^ U v :^ -4- ;V) 
-5- ( ( >^ ^ ^ T 5 >^ ) > ;^) -3- ^ f - ^V-1 . 3-^ TV- ;V-2 (3H) --f U f ) -N- ^ ^ ;v T 5 

['fb 1 0 3 ] 




40a) 4-((2Z)-5-*;V5;V-3-^^;v-2-(^^;V"f ^-^)-2.3-i^li KD-i.3-f-TV-;v-4- 

HliE#2 004-3099284 



mm 2003-341430 



^-v : 65/ 



*^&l?Dl4a)T#^^^^c4-((2Z)-3-ptf■;^-2-^■f■>'^^ 5 y-2.3-vii Kn-i.S-f-r v'-;v- 

®IMl:^J!tf(2.4 g)=l:#/;o 
NMR (CDCh) d: 1.49 (9H. s), 1.90-2.00 (4H. m). 2.73-2.79 (2H. m). 3.05 (3H. s) 
. 3.14-3.25 (IH, m), 3.47 (3H. s), 4.31-4.37 (2H. m), 9.88 (IH. s). 
40b) 4-((2Z)-5-((v^-^;VT5 y)^f-;v)-3-^^;W2-(^^;V-f 5 y)-2.3-yii Kn-l 
.3-^Ty-;v-4--f ;v) vf^V y>-i-:^;i'*'^mtert-7'-^;v 

^M^j40a) X-n h flfzit^m (0. 75 g) t IWJ ^ ^ ;W T ^ :^THF^?^ (2. 2 ml) ib «M39 
a)2:IWl;|ilcLT, SfB-fb-^l^ (0. 5 g)«r#f^o 

NMR (CDCh) 5: 1.49 (9H, s), 1.64-2.09 (4H. m). 2.26 (6H. s). 2.72-2.81 (3H. m) 
, 2.99 (3H, s). 3.31 (3H, s). 3.32 (2H. s). 4.22-4.28 (2H, m). 
40c) N-((2Z)-4-(l-(3-((6-^^^-2-:^7^;^):^;^*^>'^)•7'^y•?y ;Wli°^iJ i^>-4- 
^ ;V)-5_((yp{-5^;i/T^ ^)^^;V)-3-^^;V-l,3-5^TV-;V-2(3H)-'f U •r>')-N-^ ^ 

^WJ40b) -tr# ^ tL/i>fk>^t/ (0. 5 g) i: mU- ( (6-^5^ n n -2--^ "7 ^ ;v) ;^ - ;v) ^ n e 

- ;w (0. 43 g) i)- h mmmGti) tmrn^^x^x. mzit^m (o. n g) 4r e hx^xntz 

NMR (CDCh) d: 1.76-1.94 (4H, m). 2.05-2.20 (IH. m), 2.24 (6H, s), 2.50-2.59 (1 
H, m), 2.83-3.13 (3H. m). 2.98 (3H. s). 3.29 (2H, s), 3.30 (3H. s). 3.48-3.60 (2 
H. m), 3.97-4.01 (IH, m), 4.69-4.73 (IH. m), 7.58 (IH. dd. J = 1.4. 8.8), 7.89-7 
.96 (4H, m). 8.47 (IH, s). 

[0 12 4] 
*W4 1 

N- ( ( (2Z) -4- (1- (3-( (6- ^ux2 -2-i- y ^)V)7.)\^it>=-)\')zfu y 4 ;v) tf ^ U V y -4-4 ;v 
)_3_p<f-;i/_2-(^^;v-f ^y)-2,3-yt Ka-l,3-^Ty-;i'-5-'f ;V)^^;^)-2-^ 

['fbl 0 4] 




41a) 4-((2Z)-5-(((2-^ > dr v j^^^V) (pt ^;V) T 5 ^ ) p« f-;V)-3-^ f-;V-2-(^ 5 
y)-2,3-vli Kn-i,3-f-TV--'^-4-W';v) tf^U -J y-l-iJ )V^yMtert--:f'^ )^ 
mmmoa)xWhtLfz4-{i22)-5-^-^'^ ;v-3-> ■?^;v-2-(;>{ ^;v-f 5 y )-2.3--:^ii Kn-1, 

3_^rV-;i/-4->f ;i/)lf^'; v>-l-:*;V5K>mtert--7'f-;V(0.75 g)fc2-^ h^iz-N-^ 
^;Vjii^;VT5 >(0.23 g);6-?>^;te«?!l39a)fc|Wj#tcL-C. ffilB'fb^t? (0. 5 g) ^#/>:o 
NMR (CDCh) S: 1.48 (9H. s). 1.64-1.95 (4H. m). 2.30 (3H. s), 2.61 (2H. t, J=5. 
8), 2.71-2.82 (3H. m). 2.98 (3H, s), 3.31 (3H. s), 3.36 (3H. s). 3.46 (2H. s). 3 
.52 (2H. t, J=5.8), 4.17-4.32 (2H, m). 

tiiSE# 2004-3099284 



#M 2003-341430 



^-i^' : 66/ 



41b) N-(((2Z)-4-(l-(3-((6-^^^^-2-:^7■^;^):^;^'i^■^J^)•/^^•«y >f ;v)t:^U v^>-4 
;v)-3-p?^;V-2-(^f-;V>f 5 y)-2.3-i^li Kn_l.3--^TV-;V-5--r;V)^^;V)-2-^ 
dp _N- ^ f- ;v ^ ;v T 5 > 
*iife^J41a) -e# ^ (0. 5 g)t ^m- ( (6- ^ n n -2--f "7 ^v^^ - ;v) n t 

:a--;i'(0.43 g)>5-"b|li&^36b)i:|WlJKIt^L-C. Mffi^b-^^ (0. 17 g) ^fi-feJ^^t 

NMR (CDCh) S: 1.72-2.12 (5H, m), 2.28 (3H. s). 2.49-2.61 (3H. m). 2.86-3.13 (3 
H. m). 2.98 (3H. s), 3.29 (3H. s), 3.34 (3H, s). 3.43 (2H, s). 3.48-3.59 (4H, m) 
, 3.96-4.00 (IH. m). 4.68-4.73 (IH. m). 7.59 (IH. dd, J = 1.4. 8.8), 7.89-7.96 ( 
4H. m), 8.48 (IH, s). 
[0 12 5] 

mmm 4 2 

(2Z)-5-(l-(3-((6-i^ n n-2--^-7-^;v)x;V5^-;v) -fu/^y ^ )V) )i^)-3- 
^ ^ ;v_2- ;v ^ 5 y ) -2. 3. 4, 5-x b 7 t: K D -6H- tf n n [3. 4-d] [1, 3] T V^- ;v-6- 

Kb 1 0 5 1 




CH3 



42a) 4- ( ( ( (2Z) -5- h ^ ~> ^ h ^ i^) -3-^ f - ;v-2- -^^V ^ 5 / ) -2. 3-5^ t K n -1. 3- 

^ ^ y_ ;v_4--f ;w) ^ f-;v) T 5 ) V :^-l-:* ;i/5K > 

^ife^Ji3)co^^f L-r#'btLf;(2Z)-4-yn-=e^^;v-3-^f-;v-2-p<^;v-f 5^-2 

3- S/li Kn-l,3-^TV-;V-5-:*;V**^'m-3^-^>'l'(3.0 g) fc4-T5 / v>-l->?;;V 
'^'yWi^yV)V{Z.Z g)^DMF(50 ml)«»L. Rm*U>^/A(3.8 g)^Snx.^ 70t:-e4^ 

jVj&9i>.T-ffimLTMIB<l:'^i^(3.1 g)=S:^i^^fe^^Hi: L-C#/Co 

NMR (CDCI3) S: 1.22-1.46 (2H, m). 1.33 (3H, t. J=7.4). 1.62-1.99 (3H. m), 2.61- 
2.82 (IH. m), 2.86-3.00 (IH, m). 3.01 (3H. s). 3.42 (3H. s) . 4.05 (2H. s), 4.05 
-4.14 (2H, m) . 4.25 (2H. q. J=7.4). 5.12 (2H, s). 7.34-7.37 (5H. m). 
42b) 4-((2Z)-3-^^;V-2-(^^;V^ 5y)-6-^^V-2,3,4.6-T- K D -5H- 1° n a [3 

4- d][i.3]^TV-;v-5-^ ;v)e^V )\^-^yWL^y '-^ 

kMfni42a) h fttzi\^^m (3. 1 g) h imit-T h V "i/ A (0. 59 g) * ^ - (30 ml) - 
Lfco ^^!fe^DMF(50 mDlC^Mts h V J^^^^T ^ > (0.87 ml)=SriPx.> 7lc?^T-eH0Bt( 

1 0 g)i:wsc(i.4 ^lELX'imm-b-^u-^fzo w.]^m-^mLiJ') ^^imm.x-T 

)\^ij')m^\^fz'^. i^nn5^;vA-efl&m^ i^\^WL^mimB.-^ ^^-^y"^ J^'^^^^^^o ?# 
^gtJtJ^^'lii^V *y;V5!;9A-e3|»$3iLTSiB'fb^%(1.4 g)«rti'fet*^ 

NMR (CDCh) 5: 1.52-1.71 (2H, m), 1.79-1.85 (2H. m). 2.00-2.28 (IH. m). 2.81-3. 
04 (2H. m), 3.03 (3H. s). 3.29 (3H, s). 4.07 (2H. s). 4.29-4.35 (2H. m). 5.13 (2 
H. s). 7.36-7.38 (5H, m). 

42c) (2Z) -5- (1- (3-( (6-^^ n o -2-f - 7 f^;v) :^ ;v * - -n/) 3/'n y ^ ;v) If U V y-A-^ 

aiiE# 2004-3099284 



#M 2003-341430 



^-S? : 67/ 



;v)-3-^^;W2-(^f-;V^ ^^)-2.3.4.5-r b^ti K^-6H-t•^^[3,4-d][1.3]^TV- 



mii^mmL. o'c x-mts- ( (e- ^ n n -2--^ 7 ^ jv) ^ ;v * - JV) ^ a - -'Kl • i .g) 

NMR (CDCI3) d: 1.51-1.61 (2H, m), 1.81-2.05 (2H. m), 2.58-2.70 (IH, m). 2.84-2. 
98 (2H. m), 3.03 (3H, s). 3.12-3.18 (IH. m). 3.28 (3H, s). 3.50-3.67 (2H. m). 3. 
93-3.99 (IH, m). 4.07 (2H. s). 4.14-4.41 (IH, m). 4.66-4.74 (IH, m), 7.61 (IH. d 
d, J = 1.4, 8.8), 7.89-7.98 (4H, m), 8.49 (1. s). 



1- (3- ( (6-^ n n -2-i- 7 f - ;v) ;v * - ;v) n /nv ;v) -4- ( ( (2Z) -3- ^ ^ ;v-2- ( ^ f - 
^ 5 y)-2,3-5^ii Ko-i,3-f-TV-;v-4-^;v)p<-^;v) tr^9v^;x-2-*;v*'>'mtert-'/ 

I'fb 1 0 6 1 



43a) 4- (3- i{6-^uu -2-i- 7 ^ ;v) ;^ ;v * ^ ;v) y ;i/) ^ 7 . 3-y ;v 

V^S^tert-'T'f-JV 

3_((6-^^^-2-^7f-;V)>^;^*-;^)^^7^•>'^ (0.33 g) . H0Bt(2.30 g)isXmSC{2 
88 g)^7-b h >; ;K50 ml)lCl]nx.T15^F^^-§rM/cm^ e^^^ v >-1.3-v* 
:/m v^-tert-^^ ;V (2. 99 g) is J: r>* h V ^f - ;V T 5 > (3. 03 g) =Srin X. . S?aTn5^r^ i)- i 

A-eiitmLTmS'fb^tJ(2.40 g)^te-fe)^5fei: L-C#yio 

NMR (CDCI3) 8: 1.42-1.47 (18H, m), 2.80-4.94 (IIH, m), 7.60 (IH. dd. J = 2.0, 8 
.8), 7.89-7.97 (4H, m), 8.47 (IH. s). 

43b) i_ (3_ ( (6- n n -2--^- 7 f - ;v) ;^ ;v * - ) ^ ;v) t" ^ 7 > -2- * ;v > g^t 

||ife^?iJ43a) -Ctf tLfc'fk'^t/ (0. 57 g) ^ V a u ^ > (10 ml) tc^^^ L> 0^ IC?^*P L 
^?P> h V ';>« ;v h 'J ^ h (0.27 g) ^JPx.> Ot:!?— B#F^;^^ 

=^l!i7Kigm^ b V A-C^j^L, i#ii=tmJE^*b-CMia'fb^!^(0.42 g) =Sr«!lfe^*i: t 

NMR (CDCI3) 5: 1.43 (9H, m), 2.60-4.89 (IIH, m), 7.59 (IH. dd, J = 1.8. 2.0). 7 
.89-7.96 (4H. m), 8.48 (IH. s). 

43c) 1- (3- ( (6- n a -2--^ 7 f - ;W) 'i^ - -'V) a ^1 y ^ ;i/) -4- ( ( (2Z) -3-p^ ^ ;V-2- (^ 
f-;i/>f 5y)-2,3->^li Kn-i,3-^TV'-^V-4--f;V)>^;v)ti°^9>^>-2-*;V'K:^m te 

rt-'T'f-;^ ^ ^ 

||^fe'e?!I32b)■e^§^^^/^'^fe:^^g&(0.42 g)> N-((2Z)-4-(i^nn^-^;V)-3-^^;v-1.3-^TV 
-;i'-2(3H)-^ T'^-N-^ f-;i'T 5 ^^^^(0. 19 g)i3 <t U^Rm* V A (0.37 g) =lrDMF 
(5 ml)^'^t^?iL. 100'C-C3^^>6>^m-^/^o ^fDT^^^mffimSSL. %®t>=Srtfe^M7tc 

@*L. ^|?J^=lr'>V3&'^;i'5!;7At?ffimL'C®|B'ft;'^!g»(0.14 g) ^iS'feJ&^i: 



;v-6-:t.^' 



[0 12 61 

%im 4 3 
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^--J : 68/ 



NMR (CDCI3) $: 1.35 (9H, m). 1.90-6.00 (19H, m), 7.59 (IH. dd, J = 9.0. 2.0). 7 
.92-7.97 (4H. m), 8.47 (IH, s). 

43d) 1- (3- ( (6- n n -2--^ -7 f - ;v) ;^ ;v * - ;v) T'n /nv ;v) -4- ( ( (2Z) -3-> ;v-2- ( ^ 
^;v-f ^ y)-2,3->^ii KD-i.3-^TV--'W4--f ;v)^^;V') }£^y P y-2-fj ^ 
K 

^ifeW3c)T-#^tT./c<b^t»(0.14 g)^amm(3 mDlC^ftf L. ^ia-Cl^FBl:e»-§?l-^/c 
m^dWilO raDKmm^. HOBt-NHs^-a-^CSS mg) . WSC(66 mg) ^ J^th' V )\^T < > 

(0.14 g)^jnx.. ^Mtrmr^ji-^m-eYco KJBWL^m.s.mm\^. m^m^miiM^:^t 

NMR (CDCI3) d: 1.96-6.36 (22H, m). 7.61 (IH, dd. J = 8.9. 1.9). 7.88-7.98 (4H, 
m), 8.47 (IH. s). 
[0 12 7] 

1_ (3_ ({Q-iruu -2-^- y^)\^)7.)i^:>i--^}U)^u/^y^ ^ ;i/) -4- (5. 6->' t K n ^ ^ y'[2, 1- 
b] [1. 3] ^ T V- ;v-3-^ ;v ^ ;v) t?^7 >-2-f} ;v ^ 

[<bl 0 7] 




44a) 4- (3- ( (6- ^ n n -2-:^ 7 ^ ;v) ;^ ;v * ^ ;v) >^ n >f ;v) 7 V > -1. 3-y * ;v 
3-^ 1-tert--/-?^;^ 

lf^9i;>'-l,3-i^5!7JV^>^ S-^f'-'V l-tert--7'-f-;V(2.80 g):*^^^ifeW3a) t 

NMR (CDCls) 5: 1.44-1.45 (9H, m). 2.70-5.03 (14H, m), 7.57-7.61 (IH. m). 7.88-7 
.96 (4H. m), 8.46 (IH. s). 

44b) i-(3-((6-^'nn-2-:?-7^;v)-:^;v*-;i')"7'D^-?y -f ;v)-4-(5.6-':^ii Kn^ 5 
[2, 1-b] [1. 3] ^ T V- )l^-3-4 tf ^ 9 V y-2- ;V*' >^ 

mmmua) x% h ntzit^m (o. 50 g) ^ mmm. (3 mO l . ^^a-e3B#F^ ^ ti-^/; 

J^5rDMF(5 inl)irML> 3-(^ n n ^ ^;l/)-5, 6-v^li Kn >f 5 ^V^[2. 1-b] [1. 3]f-T V- 
(0. 24 g) J: ZJ^mm * V A (0. 32 g) «rlni X. . lOOt: t?24Bt ^ o KB 

b U "^Alr^^L/io ?^^i^^r:^^te'>'J i^^^V:* 7 A-efflmL 

•rMI^'^b'&t»(40 mg) ^fe-fe^t L-C#yio 

NMR (CDCh) ^: 2.63-5.13 (21H. m). 7.59 (IH, dd. J = 8.8, 1.8). 7.91-7.96 (4H. 
m). 8.47 (IH, s). 
10 12 8] 

4 5 

N- ( (2Z) -4- ( (4- (3- ( (4-:/n ^ 7 ^ ;v) ;v - -'V) :^ n y >f ;v) -1- tr^ 7 ^ -'W > 
)]y)-3-:^ ^;^-1.3-■^T^/-->^-2(3H)-'f U r»-H-J< "^J^T 5 > 



ffiiE#2 004-3099284 



mm. 2 0 0 3-3 4 1 4 3 0 ^-V-. 69/ 



Kb 1 0 8 1 





W009805635; 1.0 g)T!)^hmmmilh) tmmi^LX . ®|B<b'g-t>(0.72 g)^^^^^tVX 

m (CDCh) S: 1.56-1.77 (2H, m), 1.88-2.05 (2H, m). 2.61 (3H, s). 2.66-2.70 (1 
H. m), 2.76-2.99 (2H, m). 3.15-3.25 (IH, m), 3.38-3.59 (2H, m). 3.98 (IH. d. J = 
14.1), 4.15-4.21 (IH. m). 4.27 (2H. s). 4.73 (IH, d, J = 13.5), 6.71 (IH. t. J 
= 1.7), 7.71-7.80 (4H. m). 
[0 12 91 

m.mM 4 6 , . 

N- ( (2Z) -5- ( 1- (3- ( (6- n n -2- ^ -7 ^ ;v) ;v 5^ - ;v) ^ n /NV ;v) bi U V > -4- ;v) 
-3-^f-^V-l,3--5^T:/-;V-2(3H)--f Uf'^-N-^f-^VT^ > 
[-fb 1 0 9 ] 

O - .NMe 

Me 

46a) 4-((2Z)-3-^^;V-2-(^^;V^ 5y)-2.3-yt ru-l.^-^T'/- ;W)li^U 

4_(l-:/ci^-2-:t^V^^;V)tr^V ':^>-l-*JV'K'^^tert--rf-;v(WO 0059502: 21.0 g 
)tN.N* ->^p< 5^;v^:a-;^^(6.0 g)OJ^^y -;^^?1^(300 ml) ^jjni^MSStfco RJS^^^Sr 

=^^*LT@lB<b^%=^(12.2 g)«'fe®^i:LT#/wo 

NMR (CDCh) d: 1.47 (9H. s). 1.46-1.55 (2H. m). 1.83-1.87 (2H. m), 2.55 (IH, m) 
, 2.78 (2H, m). 2.98 (3H, s). 3.23 (3H, s). 4.14 (2H, br). 6.17 (IH, s). 
46b) N- ( (2Z) -5- (1- (3- ( (6- ^ n o -2- 7 ;v) ;v - -'V ) •/ n / ;v) ti ^ 'J >- -4- 
y( ;v)-3-^ f-;i/-1.3-^T V*-;V-2(3H)--f U 7'^)-N-^ ^;VT 5 > 
|li&^?!l46a)-C#y^'fb'&!fe(0.55 g)icjtj^m(4 mD^MK.. -A-^m^tio §^MmT^. 
y^-jVXn^LmmVtZo ^^tJt' ^ 'J^^-'l'T^ >(0.49 ml)tDBU(0.54 ml)^Sn;c> 
7-t h-h';;KlO ml)l::'MLf;o i<^M=l:3-((6-i^ n ^-2-•:^7^;^)^;^*->'^) ^ 
n/^^'m(0.53 g)^ WSC(0.50 g) *3 i miOBt (0. 40 g) <7)T-fe h - h 'J ;^^t^^^^(lO ml)l' 

tTfiia>fb'^%(o.6i g)=^ftE-fe®#t LT#/co 

NMR (CDCh) 5: 1.36-1.54 (2H. m), 1.86-1.94 (2H. m). 2.57-2.68 (2H. m). 2.86-2. 
92 (2H. m). 2.98 (3H. s). 3.11 (IH. m). 3.25 (3H. s). 3.53-3.60 (2H. m). 3.88 (1 
H. d. J = 14.4), 4.53 (IH, d. J = 14.4). 6.18 (IH. s). 7.59 (IH. dd. J = 7.8. 8. 
7). 7.90-8.00 (4H. m). 8.48 (IH. s). 
[0 13 01 



J (l-(3-(^(6-:^ Da-2-:^7f•;^)>^;^*-^^):^a/■?y -i ;v) -Jy-A-^ ;v)-5,6-i^ 

tiJiE#2 004-3099284 
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^--J : 70/ 



Kn>f 5 i5^y*[2,l-b][1.3]f-TV'-;V 

. Hki 1 01 

o o 

47a) 4-(5,6-v^li Kn^ 5 ^^V^[2. 1-b] [l,3]^Ty-;V-2-'f ;W tT^U 
m tert-y'-^;!/ ^ ^ , ^, , ^ 

4_ (1_ y o ^-2- ^ V ^ f - ;w ) tr ^ V * > ^ter t-r ;v (2.0g)i::i^f-V'^^ 

:=J-m*(0.79 g)5&»<bDMF*?#^l3fflV>||MW6a)fc|W|#t^Lt:> @|B<b'^tr(1.46 g)«r# 

MJR (CDCh) a: 1.36-1.56 (2H, m). 1.46 (9H, s). .1.78-1.94 (2H, m), 2.47 (IH, m) 
. 2.71-2.85 (2H. m). 3.42-3.55 (2H. m). 3.62 (2H, m). 4.14 (2H, br), 5.91 (IH, s 

47b) 2- (1- (3- ( (6- n n -2- ^ 7 f - ;i/) >^ ;v * - ;V) "/ n >f ;v) tf^ U >-4--f ;v) -5, 
6-y t F n ^ 5 rV[2, 1-b] [1. 3] T ;v 

«W7a)X'#/c<k^%(0.50 g)i:3-((6-i5'nn_2--^vf-;v)7.;v*^;^)-/n7N°>m(0. 

53 g)T!)-hmMm6b)tmmi<^Lx. mmt^^io.iB g)^efe@#fc t-c#/co 

NMR (CDCh) S: 1.40-1.46 (2H, m). 1.76-2.20 (2H. m), 2.60 (IH. m). 2.71 (IH, m) 

, 2.81-2.90 (2H, m), 3.11 (IH, m). 3.49-3.65 (2H, m). 3.89 (IH. br), 4.10 (2H, t 

, J = 9.4), 4.29 (2H, t. J = 9.4), 4.59 (IH, br). 6.46 (IH, s), 7.59 (IH, dd. J 
'= 2.0. 8.8), 7.87-7.99 (4H, m). 8.48 (IH, s). 
[0 13 1] 

mmn 4 8 x , 

2-(l-(3-((6-i^ nn-2--^-7-^;v)7>;v^-;v)7°n/NV ;u) tT^U Vz^-A-^ ;v)-6,7-v 
li K n -5H- [1 . 3] f - T y n [3, 2-a] if U 5 > 
l<b 1 1 1 1 

O - N. 




48a) 4-(6.7-vti Kn-5H-[l,3]f-T Vn [3. 2-a] tf 5 ^ V-2-^ ;V) If-^U :^-l-:^ 
^'^^ tert-'/^;^ 

4_(l_:/n^-2-:t^VJ:.^;^)lf-^^; v>-l-5!;>'V**>^tert-7'^;V(3.0 g)ii^nli 
f-^m«(0.90 g);0-^DMF«r^i&trfflv^^]5&f?!l46a)fcRI«ll-Lt:. SIB'ffc'^Jil (1. 28 g)=Sr 

NJiTWla) 5: 1.36-1.56 (2H, m). 1.46 (9H. s). 1.78-1.94 (4H. m). 2.47 (IH. m) 
, 2.75 (2H. t, J = 12.0). 3.44 (2H. t. J = 5.4), 3.62 (2H, t. J = 5.4), 4.14 (2H 
, br). 5.91 (IH. s). . . s . 

48b) 2-(l-(3-((6-^' nn-2-"f 7^;v);^;V'i^--'V)*/D''-«^ ^ ;v) n^U '>>-4--f JW-6. 

Kn-5H-[l,3]^TVn[3.2-a]ev ^i^:/ 
^MW8a)-C#yt:'ffc^^(0.50 g) h3-((6-i^ n o-2-f- 7-5^;V) >^;V*-;V) ^n/N'>'m(0. 
50 g)*-^IIJfem6b) fc|Wimi::L-C. SiB^fb-^t/ (0. 18 g)^^^m^h LTWf^o 
NMR (CDCh) 1.25-1.52 (2H, m), 1.52-1.98 (2H. m). 2.52-2.65 (2H. m). 2.87 (2 
H. dd. J = 6.3. 9.7). 3.08 (IH, m). 3.42-3.50 (2H. m). 3.50-3.61 (2H. m). 3.63-3 
.71 (2H. m). 3.84 (IH. d. J = 13.6). 4.52 (IH. d. J = 13.6). 5.94 (IH. s). 7.59 
(IH. dd. J = 1.9. 8.6). 7.88-7.98 (4H. m). 8.47 (IH. s). 
10 13 2] 
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nmm 4 9 

N- ( (2Z) -5- ( (1- (3- ( n n -2-i- "7 f - ;v) ;^ ;v * - ;v) "/n /^v tf^ U >-4-^ 
[-ft 1 1 2 1 

49a) 4-(2--7'n^-3-:r%V:/n tf;v)H"^iJ tert--/f-;^ 
4-(3-:t^V7'ne;v) tf^U -:/>'-1-:^;;1/jK>'^ tert-yf-;v(J. WityakP>. J. Med. Che 
m.. 40, 50 (1997): 27.6g)(D'Jj^^)V:t.-T)\^mWL^i^y^'^^'^Ji^^y-^M(^7.0g) 

-a-i^ (31. 8 g) ^mM'^^mmmm t i^mtzo 

NMR (CDCh) S: 1.07-1.27 (2H, m), 1.46 (9H, s). 1.64-1.94 (5H, m), 2.65-2.78 (2 
H. m). 4.05 (2H. br), 4.25 (IH. m), 9.45 (IH, s). 

49b) 4-(((2Z)-3-^^;v-2-(p{^;v-f 5 y )-2,3-vii Kn-i.3-f-Ty'-;v-5--f ;v)p<f- 
;v) Vf^V >^>-l-:^;V**>^ tert--r'f-;v 

mMmA9^)x-nfz^t^mi2.o g)tN,N' -'j:^^)v^tmmio.55 g)-d^hnmmss)tm 

NMR (CDCh) 5: 1.06-1.16 (2H. m). 1.45 (9H. s). 1.60 (IH, m). 1.68 (2H, d, J = 
15.0). 2.36 (2H, d, J = 6.9). 2.68 (2H, t, J = 12.6), 2.98 (3H, s), 3.21 (3H, s) 
. 4.10 (2H. br). 6.17 (IH. s). 

49c) N- ( (2Z) -5- ( (1- (3- ( (6- n n -2-:^ 7 f - ;v) :^ ;v * ^ ^V) •/ n ^nV ;v) tr V V -4 
--f ;v)^^;i')-3-;'?^;v-i,3-^TV-JV-2(3H)--f i;-7'^)-N-^f-;vT5 > 
^M^J49b) X-nt^it^^ (0. 44 g) 3- ( (6-^5^ D n-2-^ -7 ^ ;i/) 7> ;v - ;v) y n ^^(O. 
40 g)5&^^^ifeW6b)i:|WlMi^LX. Sffi^b^i^ (0. 46 g) ^^ij^-feS^i: bT#/co 
NMR (CDCh) 8: 0.95-1.10 (2H, m), 1.62-1.82 (3H. m), 2.35 (2H. d, J = 6.9). 2.4 
9 (IH, t. J = 10.5), 2.83-2.89 (2H, m). 2.98 (3H, s). 2.99 (IH, t, J = 10.5), 3. 
22 (3H, s), 3.50-3.61 (2H. m). 3.81 (IH, d, J = 13.2), 4.48 (IH. d, J = 13.2), 6 
.17 (IH, s), 7.58 (IH, dd. J = 1.8, 8.7), 7.88-7.95 (4H, m), 8.47 (IH, s). 
[0 13 3] 

5 0 ^ ^ 

2- ( (1- (3- ( (6- ^ n n -2-^ 7 ^ ;v) ;v >^ - ;v) n /nv ^ ;v) tT^ U 'J >-4-^ ;v) > ^ ;w) 
-6, 7-y t K n -5H- [1, 3] f - T V'n [3, 2-a] tf U ^ ^ >' 
['ft 1 1 3 1 




50a) 4-(6,7-y t Kn-5H-[1.3]-^T [3,2-a] tf U 5 VZ^-2--( ;Vp< f-;V) t?^U >^>-l 

|liSW9a)-C#/^4-(2-yn^-3-:t^ VT'n ti;V) t'^U v >'-l-* tert-^^JV 
(2.0 g)i:-^nlf V>f-^m«(0.61 g)56>(bDMF=£r^^Kt^ffiv^-C^JfeW6a) LT. 
SiB<k'^tJ(0.46 g)'Sr#)to 

NMR (CDCh) a: 1.01-1.15 (2H, m), 1.45 (9H, s). 1.52 (IH, m), 1.66-1.87 (5H.m). 
2.31 (2H. d, J = 7.2), 2.67 (2H. m), 3.73 (2H. t. J = 9.3), 4.11 (2H, m), 4.16 
(2H, t. J =9.3). 6.17 (IH, s). 

50b) 2-((l-(3-((6-^'^^-2-:^7f^;^):^;^*-;^)•/D/■«y >f ;i') tf^U >^>-4--f ;v)^ 
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-^;l/)_6.7-i^t Kn-5H-[l,3]f-TVn[3,2-a]lf U 5^ V 

mmm50a) -cnti^t^m (0. 45 g) 1 3-( (6-^5^ n 7 >^ T'n /^• ^mCO. 

40 g)>i-^IIWJ46b) i:lWl;^tcLT. fflK^b-^ii; (0. 08 g) ?r?ifem-fe@#i: tT#f>:o 
NMR (CDCI3) d: 0.89-1.15 (2H, m), 1.66-1.87 (5H,m), 2.34 (2H, d, J = 6.8), 2.47 
(IH, m). 2.98 (IH. s), 3.47-3.67 (4H. m), 3.71-3.87 (3H, m), 4.47 (IH. d, J = 1 
3.5), 6.09 (IH, s). 7.60 (IH. dd. J = 1.9. 8.6). 7.88-7.98 (4H. m). 8.47 (IH. s) 

[0 13 4] 

^M"^ 5 1 

2- ( (1- (3- ( (6- n n -2-i- yf-fu) :^)U^=- ;v) -/n 'f ;v) tf-^ U 'J J^) ^ ^ ^^) 
-5, ^-V H K n ^ ^ V[2, l-b] [1, 3] ^ T 
[<b 1 1 4 1 




51a) 4-(5,6--yii Kn^ 5 :J^y[2, l-b] [1, Sj-^^T V-;v-2--f f-;v) tf^U v^-1-* 
jva^ym. tert-":^'^;v 

^i&^j49a)T'#/c4-(2--7*n^-3-:t^V7'n tr;V) tf^i; >-l-* tert-^f-;^ 
(2.0 g) t J^f-V>^:t-^^(0.54 g);6^P>DMF=lr?§iftiCfflV*T^MW6a) tlWl^lcL-C. ® 
^^^(0.41 g)=lr#/io 

NMR (CDCI3) S\ 1.01-1.15 (2H, m), 1.45 (9H, s), 1.52 (IH, m). 1.69 (2H, d, J = 
12.6), 2.31 (2H, d, J = 7.2), 2.67 (2H. m), 3.73 (2H. t, J = 9.3). 4.11 (2H, m), 
4.16 (2H, t. J =9.3). 6.17 (IH. s). 

51b) 2- ( (1- (3- ( (6- n n -2- :^ -7 ^ ;v) ^ ;v 5}^ - ;i/) T'n /nV ;v) tr ^ U >^ >-4-^ ;v) p< 
f-;i/)-5,6-vt: Kn^ ^ ^V*[2,l-b] [1.3]f-Ty-;i' 

mMm\2)-^mzit^m{0AZ g) h3-((6-^' ^^-2-:^7•^;v);^;^*-;^)■/^/^•:xm(0. 
40 g)-h-hmMmA%h)tm\Z.\^X^ MlB<b'^t/^(0.09 g)^^fe@l#i:L-C#f^o 
NMR (CDCI3) 8: 0.93-1.17 (2H. m), 1.57-1.83 (3H. m), 3.30 (2H. d, J = 6.6), 2.4 
8 (IH, t, J = 12.8), 2.81-2.89 (2H, m), 2.99 (IH, t, J = 12.8). 3.51-3.60 (2H. m 
). 3.69-3.86 (3H, m), 4.10-4.20 (2H, m), 4.49 (IH, d. J = 12.8), 6.19 (IH, s), 7 
.59 (IH. dd. J = 1.8. 10.8). 7.88-7.97 (4H. s), 8.47 (IH. s). 
[0 13 51 

%mm^ 2 

N-((2Z)-5-(l-(3-((5-i^nn-iH--f ^ K-;v-2--f ;i/)^;v*--'V)-/a^'^V ;v) if^U 'J 
>/_4_.f ;U)_3_^^;V_l,3-^Ty-;V-2(3H)--f U t'^-N-^ ^;VT ^ > 2 
[<bl 1 51 

52a) 5-^nn-2-((3-(4-((2Z)-3-^^;W-2-(^^;V^ 5 y)-2.3-yti Kn-l,3--^T V*- 
;V-5-^;v)-l-tf^'; y-;V)-3-^^V/n trji/);^;V;^^;l/)-lH-^ > V-jV-l-i) 
M. tert-^"?-^V 

l6Jfe^46a)'C=»yi:4-((2Z)-3-^^;V-2-(^^;V>i' ^ y)-2.3->?li Kn-1. 3-^T V*- ;V-5- 
^ ;v) tf U >? y-1- * ;v ;K >M tert-y (0. 86 g) 3- ( (l-tert-^ h ^ v * ;V ;V) 
-5-i^nn-iH-^ > K-;v-2--f ;^);^;^5^-;^•/^/^°>®^(1.07 g):d^iblli&W6b) i: 
tcLT, Mie'fb'a-!^(0.72 g)=Sre'fe®#i: LT#/Co 

NMR (DMSO-de) 8: 1.12-1.34 (2H. m), 1.64 (9H, s), 1.75-1.92 (2H, m). 2.61 (IH. 
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m). 2.69-2.82 (2H. m), 2.90-3.02 (5H. m). 3.58 (IH, s), 3.62-3.81 (2H, m), 3.84 
(IH. br). 4.23 (IH. br), 7.15 (IH. d. J = 1.3). 7.33 (IH. dd. J = 2.1. 8.9). 7.5 
2 (IH, d. J = 8.9). 7.77 (IH, d. J = 2.1). 

52b) N-((2Z)-5-(l-(3-((5-^'nn-iH-^> K-;V-2--f ;V)>^;V'i^->'^) 7°^^^V ;v) 
v>'-4-'f >'^)-3-^f-;V-1.3-^Ty*-^^-2(3H)--f V 7=>')-N-^ f-;vT 5 y 2mMM 

mmm52a)x-n-^^t^m(o.72 g)icjtmm(5 mi)=£:in£. 3&-§?i-^^co mmmr^. 

NMR (DMSO-de) S: 1.09 (IH, m), 1.43 (IH, m). 1.77-1.93 (2H. m), 2.59 (IH. m), 2 
.69-2.82 (2H, m), 2.90-3.02 (5H. m). 3.60 (IH, s). 3.62-3.74 (2H, m), 3.84 (IH, 
br). 4.23 (IH. br), 7.15 (IH. d. J = 1.3). 7.33 (IH. dd. J = 2. 1. 8.9), 7.52 (IH 
, d, J = 8.9), 7.77 (IH. d. J = 2.1). 10.10 (IH, d. J = 4.3). 12.62 (IH. d, J = 
1.3). 

[0 13 6] 

6-i?nn-N-(2-(4-((2Z)-3-^^;V-2-(^^;v-r 5 y)-2,3->^t: Kn-l, 3--^T V-;V-5- 

xf V— ;v)-2-:a-^VJ^-^;v)-2--^-'7^ uy:^)v^yr^ K 

[<k 1 1 6 1 

CK ^ 

H O NMe 

N- ( (6- :^ n n -2- •:^ 7 ^ ;V) >^ ;v ^ ;V) ^ V -> > (0. 30 g) t |IM^046a) ■C# tzA- ( (2Z) -3- 
^ ^;V_2-(^f-;v^ 5 y)-2.3-yti Fn-l,3-^Ty*-;V'-5-'f ;v)tf^v i^y-l-:^ 

m tert-y^;w(o.3o g)i!)^hmmmA6W tmm^^i^x . mm^t^^io.n g)^m'^mi^t 

NMR (DMSO-de) S: 1.04(1H. m), 1.31 (IH, m), 1.64-1.80 (2H. m), 2.52-2.67 (2H, m 
). 2.82 (3H, s). 2.97 (IH, m), 3.12 (3H. s), 3.69-3.84 (3H. m). 4.13 (IH, d), 6. 
58 (IH, s), 7.64 (IH, dd, J =2.1, 8.6). 7.89 (IH, s), 8.09 (IH, d, J = 8.6), 8. 
13-8.23 (2H. m). 8.48 (IH, s). 

[0 13 71 
Hifi^S 4 

2- ( ( (6- n n -2-^ 7 f - ;v) X ;v - ;i/) (2- (4- ( (2Z) -3- p« f - ;v-2- ( ^ ^ 5 ^ ) -2, 3- 
t K n-i. 3-^ T V- ;i/-5--f ;V)-1- tf ^ U i^'-;V)-2-^ ^ V J^f-;V) T^^)7'bhT5 K 
['fb 1 1 7 1 





^NMe 

N 

"Me 

N-(2-T5 y-2-^^V^^;v)-N-((6-i5^^^-2-:^7^;^)X;^5i^-;V)^5^l; ->>'(0.34 g) 
t|IWJ46a)-C#/i4-((2Z)-3-P< f-;V-2-(^ ^;V'f 5 ^ )-2,3-vli Ko-1. 3--5^T ^/-;^- 
5_^ ;V) e^U ^ ^'-l-A^V^V®^ tert-7'^;i'(0.30 g)*>e)^JfeM46b) Hfili:: UT> M 
|B>fb'g'tJ(0.30 g)«:iEfe@frfc LT#f^o 

NMR (DMSO-de) S : 1.18 (IH. m). 1.47 (IH. m). 1.72-1.86 (2H, m), 2.59-2.74 (2H. 
m). 2.82 (3H. s). 3.08 81H, m), 3.13 (3H, s). 3.77-3.91 (3H. m), 4.24-4.37 (3H, 
m), 6.65 (IH. s), 7.14 81H. s). 7.68 (IH. dd. J = 1.8. 8.8), 7.88-8.01 (2H. m). 
8.11 (IH, m). 8.17-8.25 (2H, m). 8.56 (IH, d. J = 1.3). 
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[0 13 81 

5 5 V . , 

N- ( (2Z) -5- (1- (3- ( ( (E) -2- (4- i> n n -7 X ^ ;V) li' - ^ -'V' * - ^l-) ^ a ^"^^ ^ ^ ''^) ^ 
e;y-4--f ;w)-3-^-^;V-1.3--5^TV'-;V-2(3H)-f Uf'^-N-pt^^VT^ > . 

I'fb 1 1 8 1 




=NMe 



3- ( ( (E) -2- (4- n n -7 ;v) e - ;v) ;v - ;v) y n /N- ^ (0. 27 g) t ^i&^46a) -e# 
yi4-((2Z)-3-^^>'V-2-(^^;vW 5 7)-2, 3-vt: Fn-l.3-f-T V'-;v-5-Y v 
y-l-^)V^^>m. tert-yf-;v(0.3 g):0-fb^ii^*MW6b) lW|;itt^ UT. Sia^k-^^CO 
.33 g)=^«Efe@#i:LT#/Co , s . o 

NM (CDCh) 1.30-1.57 (2H. m), 1.83-1.99 (2H. m), 2.57-2.70 (2H. m). 2.81-2. 
94 (2H, m), 2.98 (3H. s). 3.11 (IH, m). 3.24 (3H. s). 3.41-3.56 (2H. m). 3.88 (1 
H. d. J = 13.0), 4.58 (IH, d. J = 13.0). 6.14 (IH. s). 6.85 (IH, d. J = 15.5). 7 
.38-7.48 (4H, m), 7.53 (IH. d). 
[0 13 91 

5 6 ^ o , - 

N-((2Z)-5-(l-(3-((7-^^nn_2H-i^n^ >-3--f ^V)^^;^*-;^) :/^='/^V 'f ;V) H^V 

-4--f ;V)-3-^ ■f-;V-l,3--^T V--'^-2(3H)--f 'J t'»-N-^ ^;vt ^ y 

['fk 1 1 9 1 



NMe 



3_((7_^nn-2H-^n ^ :^-3-^ ;v)x;v*-;v) 7'd^n°^^M(0.30 g) t ^M^?1146a) -C#fc4 
-((2Z)-3-^^;V-2-(^f^;V^ 5 y)-2,3-i^li Kn-l,3-^Ty--;V-5-^ ;V)tf^V i^^'-l 
-^)i'^^ym. tert-7'f-;K0.30 g);e>-^*J&ffl46b)i:|WI»lcLT. MIB'fb'^Jfe (0. 30 g)=Sr 

NMR (CDCb) 8: 1.41-1.50 (2H. m). 1.84-1.99 (2H, m). 2.58-2.70 (2H, m). 2.80-2. 

91 (2H. m), 2.98 (3H. s). 3.12 (IH, m). 3.25 (3H, s), 3.41-3.55 (2H, m), 3.87 (1 

H. d. J = 13.6), 4.58 (IH, d. J = 13.6), 5.03 (2H, s), 6.16 (IH. s). 6.90-6.98 ( 
2H. m). 7.10 (IH. d. J = 8.1). 7.32 (IH, s). 
[0 14 0] 

MMM 5 7 , N o 

(2Z) -5- (1- (3- ( (6- n n -2-:^ 7 ^ ;v) ^ - -JV) n /nV ;V) t"'^ 'J ^ -4-4 ;v) -3- 

^f-;i'-i,3-^TV-;v-2(3H)-< 'Jt'^^^vz/n-^ >^t';;v 

['ft 1 2 0 1 

CI. 




-coo- 



57a) 4-(2-T5 y-l,3-^TV-;V-5--f J^tf^V v>-l-*;V>K>m tert-7'^;V 
4_(l_7'n^-2-:^-^V J^-?^;v) tf^U v^>-l-:*;^5K>^tert--7''^;V(8.0 g) fc'^:t^^(2 
4 g)>5>^IIM^«I46a) fclHI^t:: UT. aie^fk-^t; (3. 9 g) ^^^^feH^^: LT#/io 
NMR (CDCh) S: 1.45 (9H. s). 1.46-1.66 (2H, m), 1.91 (2H. d. J = 11.8). 2.80 (3 
H, m). 4.15 (2H. d. J = 14.2). 4.81 (2H. s). 6.76 (IH. s). 
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57b) 4-(2-'< ^ y-3-> ^;v-2,3-vti Kn-i.s-^TV'-^v-s-'f )V) if^U y>-i-:*;v>j? 
tert-":^"^;v 

MR (CDCI3) 5: 1.33-1.53 (2H. m). 1.46 (9H. s). 1.80 (2H, d. J = 12.0), 2.49 (l 
H. m). 2.75 (2H, t. J = 11.4). 3.23 (3H, s). 4.14 (2H. d, J = 12.8). 6.05 (IH. s 
). 

57c) 4-((2Z)-2-(((TU;V:3-^v')5!7;V5l?-;V)-f ^ 7 )-3-^ f";V-2, 3-i?li KD-l,3-'f-T 

^/-)v-5-^ ;v) v-i-*;v>}?>^ tert--/f^;v 

;V75>'(0.23 ml) t i^nn^^T V;v(0.18 mD^fiDx. iBff^^^^rl'^Vco RJZ^m^^ 

ML. mymm-t v ^ j^-r^nmLfzo mm^^^L. mf&^t^m(o.6o g)«refe@#i: 

LX^fZo 

NMR (CDCI3) S: 1.46 (9H. s), 1.48-1.89 (2H, m). 1.91 (2H. bd. J = 9.0). 2.67-2. 
88 (3H. m). 3.60 (3H, s), 4.15 (2H. br). 4.69 (2h, m). 5.21 (IH. m), 5.35 (IH. m 
). 6.03 (IH. m). 6.52 (IH. s). 

57d) (2Z)-5-(l-(3-((6-^'o^-2-f•7f-;^);^;^5^-;^)•/^/^v ;v)ti°^U -jy-A-^ 

;V)_3_^-^;V-l,3-^TV-;V-2(3H)--f 'j t'V' * ;VyN*5 ^) )^ 

|liS^?!l57c)-C'»/c'fb^%(0.68 g) ^ 4N^'fb7K*-:^^^^-9->^T^(10 ml)t-^jSL. 6B#F^ 

, h U J^^;VT5 >(0.50 mD^JErax.^ T-fe h U;V(10 ml)i;^«|Lfco 

^T^«:3-((6-i^ ^^-2-:^■7^;^)^;V5i^->'^)•/^/^•v^(0.53 g). WSC(0.51 g)i5it;^H 

oBt(o.4i g)(DT-t h 1; ;^^t^•^^^(lo mDtctnx.. i2^F^/e»^§?s-^?/io mjsw.-^mm 

A-e^^^Co W=Sr®*L. ^^!^«ri/U 3!;>>';V:J'D"r VIC J: «9^mL-CMfB'fk^%(0.8 
8 g)«r«tfe@#:fc L-C#/Co 

NMR (CDCI3) 5: 1.41-1.53 (2H, m), 1.91-2.06 (2H, m), 2.64 (IH. m). 2.75 (IH, m) 
, 2.88 (2H. t. J = 8.6). 3.14 (IH, m), 3.56 (2H. t. J = 8.6). 3.61 (3H. s), 3.92 

(IH. d. J = 13.4). 4.56 (IH. d. J = 134). 4.70 (2H. m). 5.23 (IH, m). 5.36 (IH. 

m). 6.02 (IH. m). 6.52 (IH, s). 
[0 14 1] 

mmm 53 ^ ^ 

5_(l_(3_((6-^5^^^-2-:^7■^;^)>^;^'i^-;^):^^^^v )V) tf^U -J>-A-^ ;v)-3-^^ 
;i/-1.3-^TV^-;V-2(3H)-'f < > 

" .-.Me 




S^NH 



mmm^iA) -cntz (2Z) -5- (1- (3- ( (6- ^ n n-2-f- 7 ^ ;v) ;^ - ;v) -/n /N- y ;v) tf ^ 
ij i?y-A-^ ;w)-3-p< ■^;i/-i,3--^7y*-;i^-2(3H)--f U •r^^^'/N*^ >mT V ;v(0.60 g) 
<o'fflF^^tci,3-v?;><^;v>'^;nf^7-;vSfe(0.25 g)tTh^^:^(YV > 
)/N-7y'i'A(o.06 g)=^inx.. T;vd';/#H^Ti2NFra56^§?lH?yto ^»=Sr^*. ^^Si 
*^liL/co ^l|!fe*>"; *r;v*7AT'ffiiaLX. MIB'fk^tJ(0.32 g)=£r^JI'fe@'f^i: 
LXnfzo 

NMR ((3)Cl3) 5: 1.28-1.50 (2H. m). 1.82-1.94 (2H. m). 2.55-2.64 (2H. m). 2.85-2. 

ttiiE# 2004-3099284 
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^-V : 76/ 



90 (2H, m). 3.08 (IH. t. J = 12.6), 3.23 (3H. s), 3.52-3.58 (2H, m), 3.87 (IH. d 
J = 13.5), 4.51 (IH, d, J = 13.5), 6.03 (IH. s), 7.58 (IH. dd. J = 1.8. 8.8). 
"■7.88-7.95 (4H. m), 8.47 (IH. s). 
[0 14 21 

^i&^^J 5 9 

(2Z)-5-(l-(3-((6-^' ^^-2-:^7^;^);^;^*-;^)'/^/^V ^ ;v) i^^V -J>-4-^ ;v)-3- 
j^-^;v-i. 3--^ T V'- ;V'-2 (3H) ->f v-r>fj 5 >S?T U ;v 
[<b 1 2 2 1 

CI. 




59a) 4-(3-J^^;v-2--f ^ ^-2,3-^11 Kn-i,3-^T V'-;V-5--f ;v) t:^'J v>-l-:^;V5i? 
mii^57a)-r#:fe4-(2-T 5 ^ -1. 3--^T V-;W5--f ;V) tf^U y>-l-*;^>K>m tert- 

NMR (CDCh) d: 1.24 (3H, t. J = 7.4). 1.33-1.54 (2H. m), 1.46 (9H. s). 1.80 (2H 
, d. J = 12.0). 2.49 (IH. m). 2.75 (2H, t. J = 11.4). 4.14 (2H, d, J = 12.8). 4. 
11 (2H. q, J = 7.4). 6.05 (IH, s). 

59b) 4-((2Z)-2-(((T V >'V:t^v):*;V5^'-;v)'f 5 y)-3-Ji^-^;V-2.3-vli Kn-l,3--^T 
V-;v-5--f ;v) tf'^'J -J>-\-ij ji^yt^ym tert-:/^;v 

*WJ59a) X-ntz^t^m (0. 48 g) H)- h ^W57c) h LT. MIB-fk-^^ (0. 60 g) «r# 

NMR (CDCh) d: 1.26 (3H, t. J = 7.4). 1.47 (9H. s). 1.47-1.63 (2H. m), 1.92 (2H 
, d, J = 11.2), 2.67-2.87 (3H, m). 4.11 (2H. q. J = 7.4). 4.17 (2H. br), 4.69 (2 
H. m). 5.21 (IH, d, J = 12.0), 5.35 (IH, d, J = 17.2), 6.03 (IH. m), 6.56 (IH. s 
). 

59c) (2Z) -5- (1- (3- ( (6-^ n n -2-^ 7 ;v) X ;v * - ;v) "/n /\V -f ;v) if ^ V V V-4--f 
;V)_3_ji^;V_l,3-^TV"*-;l'-2(3H)--f U T^fil^^^^ yW7^) ;V 
|lifeM59b) X'i^fz^t^m (0. 54 mg) i: 3- ( (6- n a -2--^- 7 ^ ;V) ;V sJ^ - ;V) "/ n >M (0 
.40 g);6-ib^M^57d) tlWJ^tcLT, m5^fc'^%(0.69 g)S:#/v:o 

NMR (CDCh) 5: 1.36 (3H, s, J = 7.2), 1.39-1.55 (2H, m), 1.92-2.05 (2H, m). 2.6 
4 (IH. m), 2.76 (IH, m), 2.89 (2H. t. J = 8.0). 3.14 (IH. t. J = 12.8). 3.57 (2H 
, t, J = 8.0), 3.82 (IH. d, J = 13.2), 4.10 (2H. q. J = 7.2). 4.70 (2H. m), 5.22 

(IH, m). 5.35 (IH. m). 6.03 (IH, m). 6.55 (IH, s). 7.60 (2H, dd, J = 2.2. 8.8), 

7.89-7.94 (4H. m). 8.49 (IH. s) 

[0 14 3] 
^ifeM6 0 

5_(l_(3_((6-^ nn-2-^7^;v)y?.;V5j>-;v)7'n>'NV ;i') e^y v v-4-'f ;v)-3-^-f- 
;Wl,3_^7y-;V-2(3H)-^ 5 >' 
[-ft 1 2 3 1 

x^fz (2Z) -5- (l- (3- ( (6-^ n n -2-^ 7 ^ ;i/) >^ ;v * - ;v) y n ^ w ;i') e ^ 
ij i;y_4_^;V)-3-jc^;i/-l,3_^rV-;V-2(3H)-'f i^*;W^^ V^TV;v(0.50 g) 

ii-h%wm%) h nmz. u-r , MiB-fb-^^^ (o. as g) o 
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^--J : 77/ 




NMR (CDCI3) S: 1.29 (3H, t, J = 7.2), 1.24-1.44 (2H. m). 1.80-1.96 C4H. m), 2..5 
0-2.65 (2H. m). 2.78-2.93 (2H, m), 3.08 (IH, m), 3.48-3.62 (2H, m), 3.71 (2H, q, 
J = 7.2), 3.85 (IH, d, J = 13.6). 4.53 (IH, d, J = 13.6), 6.10 (IH, s), 7.59 (1 
H, dd, J = 1.9. 8.6), 7.88-7.97 (4H, m). 8.47 (IH, s). 
[0 14 4] 

mmm e i 

N- ( (2Z) -5- (1- (3- ( (6- n n -2- ^ -7 ^ ;v) >^ ;v ^ ) 7° n /nv ^ ;v) e ^ U ^ ;i/) 
-3->f->'V-1.3-f-TV-;V-2(3H)-W' U7'>)T-lr hT5 F 
Ht 1 2 4 1 

O K| 

nnm58)x-ntz5-ii-i3-i(e-^'ctu-2-i-y^)\^)7.)Vii^=.)V)':fu/'ij ^ ;v) tf^U ^^y- 
4_^;l,)_3_^f-;V_l,3-^Ty*-;V-2(3H)-^ 5 > (0. 20 g) O v 5^ n n ^ ^ >-^Tt(5 m\)K 
hi;3i^;i/T? y{0.5 ml) fc^7RI^m(0.5 ml)^j!rax.^ 20#r^/e>^iti^?/io RE>lSt^7X>t 

TSIB'fb'^%(0.22 u)^^'^^i^t Lxntzo 

NMR (CDCI3) 5: 1.40-1.59 (2H. m). 1.93-2.06 (2H. m), 2.29 (3H, s). 2.64 (IH. t, 
J = 12.9), 2.81 (IH. m), 2.89 (2H, m), 3.13 (IH, t, J = 12.9), 3.56 (2H, m), 3. 
67 (3H, s), 3.90 (IH, d, J = 12.3), 4.56 (IH. d. J = 12.3), 6.55 (IH, s). 7.58 ( 
IH, dd, J = 1.8. 8.7). 7.88-7.95 (4H. m). 8.47 (IH. s). 
[0 14 5] 

Hife^J 6 2 • ^ 

N- ( (2Z) -5- (1- (3- ( (6- n n -2-^ -7 ^ ;v) :^ ;v * - -'V') ■/ D /•? y ;v) tr ^ U 'J v-4->f ;v) 

-3- pi f-;u-1.3-f-T V-;V-2(3H)-'f U •7'>)-N-yn tf;l/T 5 > 

mi 2 5] 




62a) 4-(2-(7'ne;VT^ ^)-1.3-f-TV'-;i/-5--f ^Wti'^'J >'-l-:* ^^^'^^ tert-^ 
4_(l_^n^-2-^^VJ^f";V)tf^U y>-l-*;V5K:/mtert-r-^JV(6.45 g) tN-T'ali 

;vf-:^mm(2.o g)^^hmmmAeA)tmmi^\^x. mu<t^mii.2i g)^mn'^mi^tL 

NMR (CDCI3) 8: 0.98 (3H. t. J = 7.2). 1.47 (9H. s). 1.50-1.72 (4H. m), 1.92 (2H 
, m). 2.80 (3H, m), 3.20 (2H, t, J = 7.2), 4.15 (2H, d, J = 14.2), 5.23 (IH. s). 
6.78 (IH, s). , ^ 

62b) 5-(l-(3-((6-i^ ^^-2-:^7^;^)>^;^*->'^) T'n/NV >f }V) 'y>-A-^ M-H- 

If ;i/-l, 3-^ T V- ;^-2-T 5 > 
M^J62a) xnfzit^ma. 27 g) 1 3-((6-i5^ n n-2--^- "7 •f-;i') ;^ ;v*-;v) y^o/N'^md. 
12 g):6*^^ifem6b)fc|^3|tt-UT. Si5<b^^(1.74 g)5:#/Co 

NMR (CDCh) S: 1.37-1.60 (2H, m), 1.91-2.04 (2H, m), 2.63 (IH, t, J = 12.9), 2. 
83-2.91 (3H. m), 3.11 (IH, t, J = 12.9), 3.53-3.60 (2H, m), 3.87 (IH, d, J = 14. 
1), 4.51 (IH, d, J = 14.1), 4.80 (2H, s), 6.74 (IH. s). 7.57 (IH. dd. J = 1.8, 8 
.2). 7.88-7.95 (4H. m), 8.47 (IH. s). 
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^-v: 78/ 




62c) N- C (2Z) -5- (1- (3- ( (B-^' n n-2-i- 7 ■?^;v) ;^ - ^ ^ ^i') ^^'J ^-4- 
>f ;V)-3-^ f^;V-l,3--^T V-;V-2(3H)-^ U 7'^')-N-7'n tT^VT 5 >' 

. mm^t^m (o. 28 g) =Jr # o 

NMR (CDCh) a: 0.97 (3H. t. J = 7.2), 1.35-1.50 (2H, m), 1.63-1.73 (2H. m). 1.8 
4-1.96 (2H. m). 2.57-2.65 (2H. m), 2.88 (2H, dd. J = 6.6, 9.9), 3.01 (2H, t, J = 
7.2). 3.09 (IH, t. J = 12.3), 3.22 (3H, s). 3.53-3.59 (IH, m), 3.86 (IH, d, J = 
12.9), 4.51 (IH, d. J = 12.9), 6.11 (IH. s). 7.58 (IH. dd. J = 1.8, 8.1). 7.88- 
7.95 (4H. m), 8.46 (IH, s). 
10 1 4 6] 

mmm es , . ^ 

N- ( (2Z) -5- (1- (3- ( (6- iJ' n n -2--^ 7 f - ;v) ;^ ;w 5}^ - ;v) T' n /^V ^ » t ^ u y-A- 4 ;v) 
_3-j^^;V-1.3-^T V-;i'-2(3H)-'f V -T^-N-^ ^;VT ^ > 
[<b 1 2 6 1 

Cl..^^^ Q Me 

63a) 4-(2-(^^;l'T5 y)-1.3-^TV^-;V-5--f ;V)Vf^'; v?>-l-:*^l"3?>'^ tert-:^f- 

4_(l-^n^-2-:t^VJ^^;v) tf^U v>-l-:^»;v**>'^tert--/^;v(6.45 g) ^:N->-^;V 
^:i-m*(1.53 g):6-<b^ifeW6a)i:|WI#irfC. ®fB'fk'^t>(1.74 g) LT 

NJfiTWh) 5: 1.47 (9H. s). 1.57 (2H. m), 1.92 (2H. dd, J = 14.9), 2.80 (3H. m 
). 2.95 (3H. s), 4.15 (2H, d, J = 13.6). 5.23 (IH. s). 6.80 (IH, s). 

63b) 5- (1- (3- ( (6- iJ' n a -2-:^ -7 ^ ;v) ;^ ;v ^ ^i') TT'n /N- y ;w) t° ^ V y -4-'f ;v) -N- 

f-;v-i. 3-^T V- ;v-2-T ^ > 
^M^J63a) X-mzit^m (1. 74 g) h 3- ( (6- n n -2--^ 7 ^ ;v) 7. ;V =3^ - ;i/) T'n /n' (1. 

66 z)i)-h%mmm) tnm^x^x . m%^it^m{2.2& g)^vife^fes#i: tT#/co 

NMR (CDCh) 8: 1.37-1.61 (2H. m). 1.91-2.04 (2H. m). 2.63 (IH. t. J = 13.2). 2. 
83-2.92 (3H. m). 2.95 (3H. s). 3.12 (IH, t. J = 13.2). 3.52-3.60 (2H. m), 3.85 ( 
IH. d. J = 13.5), 4.53 (IH, d, J = 13.5), 4.94 (IH, s), 6.78 (IH, s). 7.58 (IH. 
dd. J = 1.8, 7.8), 7.88-7.95 (4H, m), 8.47 (IH. s). 

63c) N- ( (2Z) -5- (1- (3- ( (6- ^ n n -2-:^ "7 ^ ;v) ^ ;v * - -(V) ;w) tf ^ U V 

;V)-3-i^;V-l,3-^TV-;V-2(3H)->f U r»-}i-:>^ ^^I'T ^ > 
nUMeSW-^nfzit^miO.SO g) t 3'7^1:j^^;1'(0.21 ml);i^<b^Mf?a57b) i:|Wl«ltC 
. Mia'fb^tl(0.29 g)=^^jt-fe®#i: tT#fCo 

NMR (CDCh) 5: 1.25 (3H, t, J = 7.2), 1.35-1.53 (2H. m). 1.84-1.99 (2H, m). 2.5 
6-2.67 (2H. m). 2.88 (2H. t. J = 7.0). 2.97 (3H. s), 3.10 (IH. m). 3.48 (2H. t. 
J = 7.0). 3.68 (2H. q. J = 7.2). 3.88 (IH. d, J = 13.2). 4.52 (IH, d, J = 13.2). 
6.20 (IH, s), 7.59 (IH, dd. J = 2.2, 9.2). 7.88-7.97 (4H. m), 8.48 (IH. s). 
[0 14 71 

mmm 6 4 

2- ( (2Z) -5- (1- (3- ( (6- :^ n n -2-:^ 7 ;v) ;^ ;v ^ ^V) n y y ^ ;v) t?^ U y V -4- W ;v) 
-2- ( ^ ^ ;v ^ 5 y ) -1. 3-^ T V'- ;v-3 (2H) ->f 
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: 79/ 



['fk 1 2 7 1 

cIy>^ o PH2CH2OH 

O ^ * 

*ife^^63b) -e^i/cS- (1- (3- ( (6-^5^ n n -2--:?- 7 ;^ ;v * ^ ;v) y o /nv ;v) li'^ U > 

_4_xf ;v) _N-^ ^ 3-^ T V- ;i'-2-T 5 > (0. 60 g) 1 2- 3 - K ^ ^ - }^ (0. 20 ml) 

NMR (CDCI3) $: 1.36-1.51 (2H. m). 1.85-1.98 (2H. m). 2.56-2.68 (2H, m). 2.86-2. 
89 (2H, m), 2.92 (3H, s), 3.10 (IH, m), 3.53-3.59 (2H. m), 3.81-3.91 (5H. m), 4. 
54 (IH. d. J= 14.8). 6.16 (IH. s), 7.58 (IH, dd. J = 1.8, 7.8), 7.88-7.95 (4H, m 
), 8.47 (IH, s). 
[0 14 8] 

mmm 6 5 

2-(5-(l-(3-((6-:J' ^^_2-•:^ •7-f-;V);^;VJ^:-;V) T'd/nV W )V) tr^U v>-4--f )V)-2-^ 
5y-l,3-^TV-;V-3(2H)->f ;V)T-b hT5 F 
[^b 1 2 8 1 

CI. 



6' ^s- 

65a) 5- (1- (3- ( (6-^ n n -2-:h 7 ^ ;v) ;^ jv 5^ ^ ;v) y n /^v >r ;v) e ^ ij >-4-^ ;v) -1. 

3--?^TV-;V-2-T5 > 

|liS^^57a)-C#yt4-(2-T 5 ^-l.S-^T V-;^-5--f ;v) tf^ V v >-l-:^;V^^>^ tert- 
r-^;v(l.83 g) ^:3-((6-^'^^-2-:^7^;^);?.;^5i^-;^)7'tI7^•>'®^(l.93 g);&^'b^MW 
6b)i:|W]#lcLT. MiB'fb'&t> (0. 86 g) ^^^'feH'fr UT#/>:o 

NMR (CDCI3) 5: 1.37-1.60 (2H, m), 1.91-2.04 (2H, m), 2.63 (IH, t, J = 12.9), 2. 
83-2.91 (3H. m), 3.11 (IH, t, J = 12.9). 3.53-3.60 (2H, m), 3.87 (IH. d. J = 14. 
1). 4.51 (IH. d. J = 14.1). 4.80 (2H. s), 6.74 (IH. s), 7.57 (IH. dd, J = 1.8. 8 
.2), 7.88-7.95 (4H, m). 8.47 (IH. s). 

65b) 2-(5-(l-(3-((6-i^nn-2--^-7^;i/)^;v>^-;v)7'n/-?y ;i/)t°^'J v;x-4-^ ;v) 
-2->f 5 y -1, 3--^ T y- ;v-3 (2H) ->f ;v) t h r 5 K 

^]SfeM65a)-e#/^'fb'&t?(0.50 g) i: 3- KT-fe ^ T 5 K(0.24 g)T!f^hmMm57h) tmW^K 
LT. MSe'fb^tl(0.24 g)'Sr^m'fe@#^t LT#/io 

NMR (CDCI3) $: 1.32-1.51 (2H, m). 1.82-1.95 (2H. m). 2.54-2.63 (2H. m). 2.85-2. 
90 (2H, m), 3.08 (IH, t, J = 11.7). 3.52-3.58 (2H, m). 3.87 (IH, d, J = 13.8). 4 
.27 (2H, s), 4.53 (IH, d. J = 13.8), 5.35 (IH. s). 6.18 (IH. s). 7.25 (IH. s), 7 
.58 (IH, dd. J = 1.8, 8.8). 7.88-7.95 (4H. m), 8.47 (IH. s). 
[0 14 91 

nmme 6 

2-(((2Z)-5-(l-(3-((6-^'nn_2-f-7-^;V);^;W>^^;W'/nyNV'f ;v) t?^'; -J>-4-y( 
)-3_> f-;V-l,3-f-Ty-;V-2(3H)-'f U r»T ^ y)^^ >^ -J^ 

^ / 

HOH2CH2C 

66a) N-(2-((tert-y-?^;l/-:^> •^;V'>U )V):^^i/)J^^)V)-f-tmM 
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2-((tert-rf-^Vv^^f-;VvV;V):^^v') J-iS' >(W0 0007985: 24.4 g) OTHF^^O 
00 ml)ic^ V'?^:t->T>^^>y-f ;v(22.7 g)=Srjjnx.> 2^W;6^^ M-^/Co KBU^WkM 
L> ^^-^^(150 ml)l'^»L7to iO^m^Rmr^^i; -^aCS-O g) t7X(50 m 

D^iDx.. 2^Fb^:0-§?S-€/Co /F»=^^*t. ^m=^?tilL/Co ^^tJ^S^m-^^^^i- 

;^L/io W^^*tT. Mia'fb'^tJ(27.7 g) 'Iril'fe^ft^tife LT#/Co 

NMR (CDCh) $: 0.02 (6H. s). 0.83 (9H, s), 1.74 (IH. s). 3.28 (2H, br). 3.68-3. 

73 (2H. m), 6.05 (IH. br). 6.56 (IH, br), 6.98 (IH. br). 

66b) 4-(2-((2-li Kn^->J^^;i')75 y)-l,3-f-Ty-;V-5--f ;i')t;°^ij v>-l-*JV*' 
tert-7''^;V 

mmm66a)-r^nhfLfz'{t^m(2.34: g) fc4-(l--:^n^-2-^^V J:."^;V) z^y-l-'^)^ 

ymtert-f'f'JV (4. 6 g)i}^h ^Sfe^?!l47a) t lWI#tI LT. (1. 52 g) ^#f^o 

NMR (CDCh) d: 1.46 (9H, s). 1.46-1.60 (2H. m), 1.90 (2H, d. J = 11.4), 2.74-2. 
83 (3H. m). 3.46 (2H, t. J = 5.4). 3.81 (2H. t, J = 5.4). 4.43 (IH. m). 6.75 (IH 
, s). 

66c) 2- ( (5- (1- (3- ( (6- iJ' a n -2->:^ 7 ;V) X ;v * - ;v) y n y ^ ;i/) t? U ~J ;V 
)-i,3-f-Ty'->'V-2--f ;v)T5 

|IM^J66b) -e# fz^t^m (1 . 26 g) ^: 3- ( (6- n n -2-^ -7 ;v) ;^ ;v 5^ - ^l') ^ n > m (1 . 

15 g) i)-hmMMm) tmmiiZi^r. miB^b-^* (i. 37 g) intio 

NMR (CDCh) S: 1.31-1.62 (2H, m), 1.88-2.03 (2H, m). 2.62 (IH, t, J = 12.6). 2. 
80-2.93 (3H. m). 3.11 (IH. t, J = 12.6). 3.45 (2H. t, J = 5.4), 3.53-3.61 (2H, m 
), 3.81 (2H. t, J = 5.4), 3.84 (IH, d, J = 13.4), 4.51 (IH, d. J = 13.4), 5.55 ( 
IH. br). 6.74 (IH. s). 7.58 (IH. dd. J = 2.0. 7.8). 7.88-7.96 (4H, m), 8.47 (IH. 
s). 

66d) 2- ( ( (2Z) -5- (1- (3- ( (6- iJ' n n -2-:^ -7 ^ ;v) :^ ;v - ;V) ^ n /nV ;V) U ^ >-4 

_^ ;v) _3_^ ^ }v-i, 3-^ T y- ;v-2 (3H) --f vry)r^y)^^y-}^ 

|IWJ66c)-C#yi'fb'^%(1.0 g)t3 ^it^ •^;K0.25 m\)^^hmMm7h)tWim^ 
SIB'fb^t/ (0. 75 g) ^ntZo 

NMR (CDCh) a: 1.35-1.51 (2H. m), 1.82-1.98 (2H, m), 2.55-2.69 (2H. m), 2.88 (2 
H, dd. J = 6.3. 9.7). 3.09 (IH, m). 3.15 (2H. t, J = 5.3), 3.25 (3H, s), 3.51-3. 
64 (2H. m). 3.82 (2H. t, J = 5.3). 3.86 (IH. d. J = 13.8). 4.53 (IH, d. J = 13.8 
). 6.18 (IH, s), 7.59 (IH. dd. J = 2.0. 8.8). 7.89-7.98 (4H. m). 8.48 (IH. s). 
[0 15 0] 

mmm 6 7 . , X . 

(2Z) -5- (1- (3- ( (6-^ a n -2--^- 7 ^ ;v) ;v - ;v) -/n y W ;v) H ^ U v ;l') -3- 

p{ f-;V_2-(^f-;V'f 5 y)-2,3-v^t Kn-1, 3-^T ;V-4-:^7 ^V^^-'l'-m K 



['fkl 3 0] 




67a) 4-((2Z)-4-*;V? ;V-3-^ •5";i/-2-(y ^;V'f ^ y)-2.3-i^li yu-l,3-^T)/~}^-5- 
^;i/)tf^U v>-l-*;V**>M tert-7'-^;V 

^J&^46a) T'# h fLfzA- ( (2Z) -3- > ^ ;V-2- ( ^ ;v ^ ^ ) -2. 3-^ t K n -1 , 3--^ T V- 
;V_5_^;V)l^^i;y>-l_5t;;V:!K>'m tert-7'-?^;K5.0 g)<?)THFM(75 ml) ICn--/^;!/ U 
^-^^(24 ml. 1.6 U^^^ymm^ -7S-C-Cl}]i^fzo KBm^l5»mi>-^m^^fz^^. DM 
F(5ml)=^SnA. $ ibtr30:9^:0-^ti-i?y::o KBmii^f^m^itT>^=-^^:i^^^'^-bU^fz 

tfiSE# 2004-3099284 



#0 2003-341430 



/^-y : 81/ 




NMR (CDCls) S: 1.48 (9H, s), 1.55-1.76 (2H. m). 1.84 (2H, d, J = 11.7), 2.78 (2 
H, m), 3.04 (3H, s), 3.43 (IH, m) , 3.57 (3H, s). 4.25 (2H. br). 9.77 (IH. s). 
67b) (2Z) -5- (1- (3- a6-^uu-2-i-y^ JW) ;v .i^ - ;v) :/a ^ ;v) tf ^ v > 
;V)_3_pif-;V_2-(^-^;v-f 5 y)-2,3--:^'H K^-1.3-^Ty-;^-4-:*;^/^';^T'^l K 
^MW7a)-e#^^'fl:^Jfe(i.07 g) ^:3-((6-i?^^_2-•^•7•^;^)>^;v*-;^)■/^^^•:/m:^- 

NMR (CDCh) S: 1.55-1.73 (2H, m), 1.86-1.97 (2H. m) . 2.51 (IH. m). 2.88-2.96 (2 

H, m). 3.03 (3H, s). 3.16 (IH. m). 3.48-3.59 (3H. m). 3.55 (3H. s). 3.97 (IH. d. 

J = 13.5). 4.67 (IH. d. J = 13.5). 7.59 (IH. dd. J = 1.8. 9.0). 7.89-7.96 (4H. 
m). 8.47 (IH, s), 9.76 (IH. s). 
[0 15 1] 

6 8 , X o 
(2Z)-5-(l-(3-((6-i^nn-2-:h7^;V);^;v*->'W-7°n/NV ;v) If-^U v?V-4->f )V)-3- 

^^;v_2-(;»{^;i/-f ^ y)-2.3->^li Kn-l,3-'f^TV-;V-4-:^;V5j^*>'m 

Kb 1 3 1 1 

f 'WIe 
HOOC 

^ife^67b) ■e# fz (2Z) -5- (1- (3- ( (6- ^ n n -2-:^ 7 f - ;v) JV * - ;v) •/ o ^ ;V) 11 
ij s;>-4-^;v)-3-^f^;v-2-(^^;v-f 5 y)-2.3->^ii Kn-i.3_-?^Tv*-;v-4-:^^;v/2v 
T^t K(0.20 g^Otert-y^^VT^V^-jV - tK - 2-^ f^>'V-2--7W (40 ml, 5:4:1) 'S-U 
t::Mm^m^ b U A (0. 21 g)t V >m-7lc^-^> V '^7^(0.28 g)=£:JPx.. 12^^-6-^M 

=^^IXL. 4i7K«:?-VU'>A-^|£:^Lfco ^S*W*LT, SfB^fb-^ife (0. 19 g)=S:ilfe 

NMR (CDCh) 5: 1.38-1.69 (2H. m). 1.96-2.14 (2H. m). 2.60 (IH. m). 2.83-3.01 (3 
H. m). 3.19 (3H. s). 3.21 (IH. m), 3.53-3.61 (2H. m). 3.88 (3H. s). 3.96 (IH. s) 
. 4.64 (IH. d. J = 10.4). 7.60 (IH. dd. J = 1.8. 9.2). 7.92-7.98 (4H. m). 8.48 ( 

IH. s). 

[0 15 21 

HMM 6 9 > X ^ 

(2Z)-5-(l-(3-((6-i5' nn-2-:?--7^;v);^;v*-JV):/n/NV ;v) l^^U v?>-4-^ ;v)-3- 

>^;v_2-(>-^;V^ 5y)-2.3-i^li Kn-1.3-f-TV^-;V-4-*;V'K^^J-5 K 

['fkl 3 2] 

HoNCO 

^ifel?!l68) X-ntz (2Z)-5-(l-(3-((6-i^ n n-2--^ 7^;!^) >?>;v*-;V) >^n/-?y ^ ^) ^l'^, 
y>_4-^;l.)-3-^f-;W2-(p«^;v>f 5^)-2.3-yii Kn-l.3-'^T V->'V-4-:«;;v*'>m( 
0 21 g)(D^^iruu:i ^y^WLiZO ml) J'WSC(0. 11 g) i:H0Bt-NH3lt'^#(0. 09 g) 1 

ij -^AT'^^L/^o ^iE'^^^L. a^t»«rv";:^^;v*9A-effi«LT@ia'fb^%=Sr(0 
.07 g)liSfe@#i: LTWTto 

ffliE# 2004-3099284 




#M 2003-341430 



^--J : 82/ 




NMR (CDCI3) d: 1.46-1.59 (2H. m). 1.77-1.91 (2H. m), 2.55 (IH, m). 2.86-2.91 (2 
H. m). 2.99 (3H, s), 3.08 (IH, m), 3.18 (IH, m), 3.29 (3H, s). 3.53-3.58 (2H. m) 
. 3.89 (IH, d, J = 14.1). 4.59 (IH, d, J = 14.1). 5.78 (2H. br), 7.58 (IH. dd. J 
= 1.8, 8.7). 7.88-7.96 (4H, m). 8.47 (IH, s). 
[0 15 31 

mmm? o 

(2Z) -5- (1- (3- ( (6- n n -2- :h :7 ^ ;i/ ) ;i/ * - ;v) y n y ^ ;v) tf ^ 1; y > -4- -f ;v) -N- 
(2-t KndrvJLf-;v)-3-p{f-;V-2-(;>i^;V'f ^ >')-2.3-y t: Kn-l,3--5^T V-;w-4-* 

[<b 1 3 3 1 

CI ^ ^ ^ Me 

/ 'Me 
HOCH2CH2NHCO 

mmmes) xntz (2Z)-5- (l- (3- ( (e-^^ n n -2--^ 7 f-;i') ;v * ^ ;v) t'u /nV ;v) tf ^ V 

-:;>_4_^;V)_3-^-^;V-2-(>^;V-f 5 /)-2.3-vt Kn-1. 3-'^T V-;l'-4-:«' ;i'jK>m( 

0. 20 g) . WSC (0. 11 g) ^ HOBt (0. 09 g) *3 J: yf2-T 5 y - ;V (0. 05 mMmeQ 

NMR (CDCh) S: 1.47-1.90 (4H, m), 2.53 (IH, m), 2.85-2.90 (2H, m), 2.98 (3H. s) 
. 3.02-3.18 (2H, m). 3.25 (3H, s). 3.53-3.62 (4H. m). 3.81 (2H, t, J = 5.1), 3.8 
7 (IH,, d, J = 14.1), 4.59 (IH,. d, J = 14.1), 6.27 (IH, br), 7.59 (IH. dd. J =1 
.8. 8.7). 7.89-7.97 (4H, m). 8.48 (IH, s). 
[0 15 4] 

n^m 7 1 

(2Z) -5- (1- (3- ( (6- ^ n n -2--:?- 7 ^ ;i^) ;^ - ;v) ■/ n /nV ;v) tf ^ U y >-4->f ;v) -3- 
;^f^;v_2-(;>{-^;VW 5 y')-N-7'n tf ;i/-2.3->^li Kn-l.3--f-7V^-;v-4-*;v4?^-i?-^ K 
I'ffcl 3 4] 

CI ^ ^ ^ Me 




PrNHCO 

mmmes) xnfz (2Z) -5- (1- (3- ( (6- n n -2-i- 7 f - ;v) ;^ ;v jJ^ - ;^) /nV >f ;i/) tT^ U 
$;>_4-^;v)_3_;^^;V_2-(jji-?^;v^ 5 y)-2,3-yii Kn-1,3-^T V-;V-4-:^7;v**>m( 
0.20 g). WSC(0.11 g)s H0Bt(0.09 g) is XV'':fu\£ A^T ^ > (0.05 ml)-^hnMm69) tm 

NMR (CDCh) a: 0.99 (3H. t. J = 6.9), 1.40-1.86 (4H. m). 2.52 (IH. m). 2.85-2.9 

0 (2H. m). 2.98 (3H, s), 2.98-3.20 (3H, m), 3.23 (3H, s), 3.36 (2H, q, J = 6.9), 

3.55-3.60 (2H. m). 3.87 (IH. d. J = 14.1). 4.60 (IH, d, J = 14.1). 5.78 (IH. br 
), 7.60 (IH. dd. J = 1.8, 7.8). 7.80-7.97 (4H, m), 8.48 (IH. s). 
[0 15 5] 

mmm 7 2 

l-((2Z)-5-(l-(3-((6-^'nD-2-:^'7-?-;v);^Jl^5^-;v)7'n/\V ^v) tf^U ;W 
-3-.?«^JV-2-(;»«f-;i''f ^ y)-2,3->^t: Vu-l,3-^T^7-)l^-A-^ J -)V 



ttJiE# 2004-3099284 



S^m 2003-341430 



^-V^ : 83/ 




72a) 4-((2Z)-4-(l-li Kn:^'>jL^;v)-3-^ ^;i'-2-(p{ f-;v-f 5 >')-2,3-v^V: Kn-1,3- 

«^46a)t?#fbtt/s:4-((2Z)-3->^;V-2-(>^>'V^ 5 7)-2.3-v^li KD-l,3-f-T 
;V_5_^ tf^i; Vy-l-^}Vyt'ym. tert-r^;v(1.0 g) tT-fe h T^Vy't K(0.36 ml) 

t!)> h ^mms7&) hi mu kvx^ mm^^t^m (o. as g) ^ » 

NMR (CDCh) S: 1.39-1.83 (4H. m). 1.47 (9H. s), 1.51 (d, J = 6.6). 2.73 (2H, m) 
. 2.95 (IH. m). 2.97 (3H. s), 3.41 (3H. s). 4.17 (2H. m), 5.03 (IH. Q. J = 6.6). 
72b) 1- ( (2Z) -5- (1- (3- ( (6- iJ^ n n -2-f - 7 ^ ;l/) ;^ * - ;V) 7" n /^V ^ ;v) tf ^ U P >-4- 

_3_ ^ ^ ;V-2- ( p( f - >f 5 y ) -2. 3- t K n -1 . 3-f - T V- ;V-4- ^ ;V) - )^ 

mMm723d T^^fzit^m (0. 38 g) 1 3- ( (e- ^ n n -2--:h 7 f - ;v) ^ ;v * - -ft') T'D ^-^ >^(0. 

32 g)-^>hMmm6h)tmm.i^Lr. mmit^m(.o.37 g)^#/^o 

NMR (CDCh) d: 1.38-1.69 (2H. m). 1.96-2.14 (2H, m), 2.60 (IH. m). 2.83-3.01 (3 
H, m). 3.19 (3H. s). 3.21 (IH. m). 3.53-3.61 (2H, m). 3.88 (3H, s). 3.96 (IH. s) 
. 4.64 (IH, d, J = 10.4). 7.60 (IH. dd. J = 1.8, 9.2). 7.92-7.98 (4H. m). 8.48 ( 
IH. s). 

[0 15 6] 

mmm 7 3 

1- ( (2Z) -5- (1- (3- ( (6- n n -2-:^ 7 ;v) ;^ ;v ^ - ^V') n /^V ^ ;l/) ti ^ 'J 'J > -4- ^ )V) 
-Z-:^^)V-2-{^^)V>i 5 ^)-2.3-i^t Kn-l.3-^T V--'l'-4--f ;V) ^ > 



I'fb 1 3 6 1 




*iSW2b)t?#yil-((2Z)-5-(l-(3-((6-i5' ^^-2-:^•7^;^);^;^*-;^) -^n/NV ^ ;v) n 
^Vi^>-4-^;v)-3-^^;v-2-(^^;v>f <j)-2,Z-z^\^ Kn-i,3-^T v*-;v-4-'f ;v)i 
^y_;v(0.20 S(Di/i7UX2 ;i ^ y^Wi{A mOt'Dess-MartiniS^ (0.19 g) ^Snx., 2^ 

At^mmLfZo ^S*@*L, 3a@tl«:'>U *r;V*9A-CJ|ti!iLt:SiB<b'&tl*l!S'fe@ 
#:(0.10 g)i: LT#/^o 

NMR (CDCh) S: 1.39-1.52 (2H. m). 1.83-1.96 (2H. m). 2.45 (3H. s). 2.56 (IH, m 
). 2.81-2.95 (2H. m). 3.02 (3H. s). 3.09-3.21 (2H. m). 3.33 (3H. s). 3.50-3.65 ( 
2H, m). 3.90 (IH. d. J = 12.8). 4.59 (IH, d. J = 12.8). 7.60 (IH, dd. J = 2.0. 8 
.8). 7.89-7.98 (4H. m). 8.48 (IH, s). 



(2E)-((2Z)-5-(l-(3-((6-^' u ^-2-:^7^;^):^;^*-J^) yn/^y ^ ;v) tf^U y v-4->r 
;v)-3-^ ^)i'-2-U ^J^^ ^ y )-1.3-^TV^U >^>-4--f U 7'>)T-b h - h 'J 



[0 15 7] 

«^^7 4 



ttiiE# 2004-3099284 



mm 2003-341430 



^-z^ : 84/ 



I^b 1 3 7 1 




74a) 4- ( (2Z, 4E) -4- ( v 7 ^ ^ f - V >-) -3-^ ^;V-2- 5 ^ 3-^ T V U v >-5- 

i3^)^J^ tert--7' h ^ V K (1. 4 g) (7)DME^fS (40 ml) V T >m (p- h U * - y^) 

^^;K1.3 g)=Sr-78t:-ejjnx.> 15^9^>ei-§ii-^/io g:«t'IIM^^20a)-e#/c'ffc'^«^(2.0 g 
)<^DME^tS(20 mD'S-ijnx., WMm^m-^WmzW^\^. mX^is^^'&t.-^f^^ 

MM (CDCh) 5: 1.18-1.69 (4H. m). 1.45 (9H. s), 2.48 (IH, m). 2.63-2.79 (2H, m) 
, 3.11 (3H, s), 3.14 (3H, s). 4.08-4.20 (2H. m). 4.39 (IH, d. J = 0.9). 4.56 (IH 
, d, J = 3.6). 

74b) (2E) - ( (2Z) -5- (l- (3- ( (6- iJ' n n _2-^ 7 ^ JV) ;^ ^' * - ;V) /nV ;V) U v :x 
_4_^;i/)-3-j>{-^;V-2-(p{f^;V'T 5 7)-l,3-f-TV''J V T'>)T-b h ^ h U ;V 

|imM74a)T'#f^'fb^tJ(0.55 g) i:3-((6-^ n n-2--^ ■7f-;i');5«.;V*^;W 
<b*ifeW6b)i:|Wl;ittcLT. ffilMb-g-^ (0. 74 g)^#/Cp 

NMR (CDCh) ^: 1.26-1.43 (3H, m). 1.76 (IH, m). 2.47-2.62 (2H, m). 2.83-2.90 (2 
H. m). 3.04-3.15 (7H, m). 3.51-3.56 (2H. m). 3.87 (IH, m), 4.41 (IH, d. J = 2.1) 
, 4.60 (IH, m). 4.67 (IH. d. J = 3.3), 7.59 (IH, dd, J = 1.8, 8.8), 7.88-7.96 (4 
H, m), 8.46 (IH. s). 
[0 15 81 

mmmi 5 

2- ( (2Z) -5- ( 1- (3- ( (6- iJ' n n -2- -7 ^ ;v ) X ;v ^ - ;v) n ^ ;v) tr ^ U >^ > -4- ^ ;v ) 
-3-^f-;V-2-(^^;V'f 5 y)-2.3-v^t: Kn-l,3-^Ty*-JV-4--f ;i')T-fe h T ^ K 



mi 3 8] 




75a) 4-((2Z)-4-(2-T^ y-2-^^yji^;i^)-3-^f-;V-2-(^f^;V'f 5 y)-2,3-v^t: Ka- 
l,3-^TV--'V-5--f JW) tf^'J i^y-l-'^ )\^^yM tert--7''^;v 

^i&f^74a) -C»fc4- ( (2Z, 4E) -4- ( T ^ ^ ^ V V) -3-^ }V-2-{^ -f- ;V ^ 5 7 ) -1, 3--^ T 
■/U v>-5-^;V)t:^U-:^>'-l-5&-'^'K>^ tert-y^;v(0.30 g) t7)DMS0v#?S.(6. 0 ml)H0 

@*L^ JSW^^^^-^-V'-elSH^H'fbL. ffifS'fb'^^(0.32 u)^f^'^m^tVXntZo 
NMR (CDCls) ^: 1.47 (9H, s), 1.56-1.71 (4H, m). 2.70-2.79 (3H, m). 2.99 (3H, s) 
, 3.23 (3H, s). 3.44 (2H, s), 4.19 (2H, br). 5.67 (2H. d, J = 19.5). 
75b) 2-((2Z)-5-(l-l3-((6-^' o n-2--^7^;V);^;V5^-;v) yn^NV ;v) tf^U V y-4- 
^;i/)_3_p(^;i/-2-(^f-;v^ 5 y)-2,3-v^t Kn-i,3-^T V-;V-4-W' ;V)T-t h 7 5 K 
«W5a)-tr#/c'fb'^!©(0.32 g) i:3-((6-i5' nn-2--^7'f-;V);^;V*-;W-/n/N'>m^^ 
ib*MW6b)t|SI^lcL-C^ SfB'fk'g-!|&(0.43 g) t LT^/^o 

NMR (DMSO-de) S: 1.06-1.19 (IH, m). 1.32-1.46 (IH, m). 1.57-1.72 (2H, m). 2.44- 

tbiE# 2004-3099284 



#JM 2003-341430 



: 85/ 




2.54 (3H. m). 2.63-2.77 (2H, m), 2.82 (3H. s). 2.99 (2H. t. J = 11.7). 3.10 (3H. 

s), 3.60-3.66 (2H, m), 3.82 (IH, d. J = 12.6). 4.27 (IH. d, J = 12.). 7.09 (IH, 

s). 7.54 (IH. s). 7.72 (IH. dd. J = 2.1, 8.7), 7.98 (IH. dd. J = 2.1. 8.7). 8.1 

7 (IH, d, J = 9.0). 8.24-8.31 (2H. m). 8.63 (IH. s). 
[0 15 9] 

mmm 7 6 

N-((2Z)-5-(l-(3-((6-^ a^-2-:^•7^;^)7.;^>}^-;v)7'^^^°y >f ;v) tf^^J 'j-y-A-^ ;v) 
-3-^ f-;v-4-(iH-x h 7 V-;v-5-'f ^;i')-1.3-f-T V*-^^-2(3H)--f U 7-*>')-N-^ ^ 

mi 3 9] 

«0!l74b)-e#fc>ft'^!i;(O.3 g)<7) h;v^>^?^(10 ml)l::T>>Mbh U ;^^;v;^X(0.35 g) 

NMR (CDCh) d: 1.45-1.54 (2H, m). 1.97-2.12 (2H, m). 2.64 (IH. m). 2.84-2.93 (3 
H. m). 3.17 (3H. s). 3.31 (IH. m). 3.55-3.60 (2H. m), 3.67 (3H. s). 3.94 (IH, d. 
J = 12.3), 4.21 (IH. d. J = 4.5), 4.68 (IH. d. J = 12.3). 7.60 (IH. dd, J = 1.8 
, 8.7), 7.89-7.98 (4H, m), 8.45 (IH. s). 
10 16 01 

mmm 77 . , s o 

(2Z)-5- (1- (3- ( (6-^^ n n -2-:^ -7 ■^;i/) j;^ ;v jfc - ;v) T'n /nV ^ ;v) t: ^ U >'-4-^ ;i/)-3- 
p{^;V-2-(pJ^;l'-f 5>')-2.3->?Ti Kn-i,3--^TV'-;i'-4-*;i''i?>m^-?"Jl' 
Utl 4 0] 




6% >V 

MeOOC 

77a) 4-((2Z)-4-(^ h i|r->3&;V^-;v)-3-;»« ^;v-2-(> ■^-'V^ 5 ^)-2.3-^^li Ka-1.3- 

f^7y-;v-5--f ;v) tf^V y >-i-:^';V5K:xM tert-:/-^;v 

||jifeW6a)-e#'btL/;4-((2Z)-3-p{f-;W2-(>f-;V'r ^ y)-2,3-yt: Fn-1.3-^TV- 
;V_5_^;U) tr^i; ;V5K>'m tert-:/^;^(0.50 g) h tJ' nn^^;>{ ■^;V(0.25 ml) 

56-'b«ma)ii|WI;|ticLT. ®ta<k-&Jfe (0. 24 g) *^3lfe*fe14^^^ttri: Ut:#fco 
NMR (CDCh) 5: 1.40-1.84 (4H. m). 1.47 (9H. s). 2.75 (2H, t, J = 12.2), 3.00 (3 
H. s). 3.39 (3H, s), 3.39 (IH. m), 3.89 (3H, s), 4.17 (2H. m). 
77b) (2Z)-5-(l-(3-((6-i^ ^^-2-±7^;^);^;^*-J^)^D^^v ;v) e^U 
;p)_3_^^;V-2-(^^;U^ 5 y)-2,3-v^ll KO-l,3--f-T V-;W4-* 
^MM77a) -e^ lb tt/^'ffc-^!|& (0. 24 g) fc 3- ( (e-iJ' n n -2-^ 7 ^ ;i/) >^ 4^ - JV) "^^n /•« V 
m>&^'blliSW6b)i:|5imi::LT. SIB'fk'^tl (0. 26 g) '^rififeH^^i: LT#/io 
NMR (CDCh) 5: 1.43-1.56 (2H, m), 1.82-1.94 (2H, m), 2.51-2.59 (IH, m). 2.87-2. 
92 (2H. m). 3.00 (3H. s), 3.10 (IH, m), 3.39 (3H. s), 3.47 (IH, m), 3.53-3.59 (2 
H, m). 3.90 (3H. s). 3.91 (IH. d, J = 13.5), 4.62 (IH. d, J = 13.5). 7.60 (IH. d 

ailE# 2004-3099284 



2003-341430 



^-y: 86/ 



d. J = 2.1, 8.7), 7.90-7.97 (4H, m), 8.49 (IH, s). 
10 16 1) . , . 

mmm 7 8 

(2Z) -5- (1- (3- ( (6- iJ' n n -2-■:^ -7 ^ ;v) ;i' ^ - ;v) T'n 'f ;v) tf ^ U ~J ;v) -3- 

^f-;v-2-(^^;v>f ^y)_2,3-i?t: FD-i,3-f-Ty*-;v-4-:«f 
l'fbi4i] 




BuOOC 

78a) 4-((2Z)-4-(^h^i/*;v*'-;v)-3-^-^;V-2-(^-5^;W-^ ^ y)-2,3-y t Kn-1,3- 
^7y-;v-5--f ;v) tf^u y ;^-1-j5; tert--/^;v 

*Jil?!l46a)T?#'btL;fe4-((2Z)-3-^f-;V-2-(^^;V-f 5 y)-2,3-v^li Kn-l,3-^TV- 
;v_5_^;i/)tf^i; y>_l_5!;;V>K>^ tert-y'f^;V (0. 80 g) iJ' n n^^>^f-;V (0. 67 ml) 

NMR (CDCb) S: 0.96 (3H, t, J = 7.5), 1.26 (2H. t, J = 7.5), 1.47 (9H, s). 1.44 
-1.83 (6H, m). 2.73 (2H, t, J = 12.3). 3.00 (3H, s), 3.39 (3H, s), 3.39 (IH. m), 
4.25-4.34 (2H, m), 4.29 (2H. t, J = 7.5). 

78b) (2Z) -5- (1- (3- ( (6- n n -2-:h -7 ^ ;v) ;^ ;v /i^ ^ ;v) ^ n /nV -f ;v) e ^ V y v-4- ^ 

;i/)_3_^^;V_2-(^^;i/^ 5 y)-2,3-'J}^ KD-1, 3-^T V*- ;V-4-* 

^MM78a) -C# "b fifz^t^m (0. 50 g) 1 3- ( (6- ^ n n -2- -7 f - ;v) ;v 53^ - ;v) y n /N- > 

^ll»J46b) Pl^tc LT, MIB>fk^«^ (0. 49 g) ^mn^Mi^t LT#/co 
NMR (CDCh) 5: 0.98 (3H, t, J = 7.4), 1.38-1.70 (4H, m), 1.67-1.90 (4H, m), 2.5 
3 (IH, m), 2.87-2.99 (2H. m), 3.00 (3H. s), 3.08 (iH, m), 3.39 (3H. s), 3.53-3.5 
8 (3H, m), 3.92 (2H, d, J = 13.8), 4.27 (2H, t. J = 6.7). 4.63 (IH, d, J = 13.8) 
, 7.60 (IH, dd, J = 2.1, 8.8). 7.89-7.98 (4H, m), 8.48 (IH, s). 
[0 16 2] 

mmm 1 9 

((2Z)-5-(l-(3-((6-i^ n ^-2-:^7^;^);^;l/:^-;^)7°^y^"y ^ jv) -:;>_4-^ ;i/)_3 
->f^;v-2-(^f-;v>f \J)-2,%-vy^ Kn-i.3--?"TV*-;v-4-'f ;v)(i.3-^T:/-;v-2-'f 

1 4 2 ] 

0 - / NMe 

79a) 4-((2Z)-4-(li Kn ^'>(l.3-^Ty-;V-2-^ ;v) ^ f^;v)-3-^ f";i'-2-(;»t -f-^v^ ^ 
7)-2,3-vli Kn-l,3-^Ty'-;V-5--r;V) tT^y i^^-l-:^?-'^'^*^^ tert-:^f--'^ 
|IMW6a)T'#ibtLfc4-((2Z)-3-^f";V-2-(^f-;V-f 5 y)-2,3-i^H Kn-l,3-f-TV- 
;W-5-<;V) tf^U y>-l-?t7;v>K>^ tert--7'f-;^(0.47 g) t -^T V->'W2-:^ 
K(0.26 g):&><b*ifema)fc|W|#frcLT. miB'fk^^ (0. 10 g) ^r^ll-fe^^fc LT#7to 
NMR (CDCh) a: 1.47 (9H, s), 1.52-1.87 (4H, m), 2.70 (2H. br), 2.91 (IH. m), 2. 
96 (3H, s), 3.06 (3H, s), 4.21 (2H. s). 6.09 (IH, s), 7.38 (IH, d, J = 1.2), 7.7 
8 (IH. d. J = 1.2). 

79b) ((2Z)-5-(l-(3-((6-^' a n-2-^7-?-;i/);^;Vsh:=^;i')yny-?y ^ ;i/) if^ V ?;>-4-'f 
;V)_3_p<^;V_2-(^f^;V>f 5 y)-2,3-vl:i Kn-i,3--^Ty-;v-4-'f ;v) (1.3--?^T 

miE#2 004-3099284 
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^-P : 87/ 



^Jfe^?ll79a) ■e^/c'fb^!^ (0. 10 g) J: 3- ( (6-^^ n n -2-i- y^!\y):^)V^~}\^)zfu^^>m-^ 

NMR (CDCI3) S: 1.51-1.91 (4H. m), 2.51 (IH. m), 2.83-2.96 (5H. m), 2.99-3.12 (5 
H. m), 3.50-3.60 (2H, m), 3.88 (IH. d, J = 13.5). 6.07 (IH. s), 7.39 (IH. d. J = 
3.2). 7.59 (IH. dd. J = 1.9. 8.7). 7.75 (IH. d, J = 7.2). 7.88-7.98 (4H. m). 8. 
48 (IH. s). 
10 1 6 31 

mmms o 

( (2Z) -5- (1- (3- ( (6-^ n n -2-:^ "7 ^ ;v) X ;v ^ ;v) -/n ^'nV ;v) U -J >-4--f ;v)-3 
-^f-;v-2-(^^;i/^ 5 y)-2,3-":^ii Kn-i.3-^TV-;v-4->< ;v) (3-p<-^;v-lH-tr9 V 



80a) 5-p« ^;v-l- b U ^JV-IH- tr 7 V- ;V-3-:* ;V/n';Vt'Ii K 

5_p(f-;WlH-H°7 V*-;W-3-*;V^<;Vt'Ii K(A. Werner lb Tetrahedron, 51, 4779 (1995): 
1.1 g)<OT-fe b - h U;i'^?^(20 ml)tc h i;jcf-;i/T5 > (1. 5 ml) i: ^ n n h 'J 

^^'>'(3.i g)^jpx.> mra>6-§?SHf7^co KBrn^mmh. n^mi^^'ci:^)Vj^Km 

. *^;v:*9At?fflSaLTSIB'fb'^t'(1.9 g) =^iEfe@#i: L-C#/co 

NMR (CDCI3) S: 1.54 (3H. s). 6.66 (IH, s). 7.09-7.17 (6H, m), 7.25-7.34 (9H. m) 

, 9.83 (IH, s). 

80b) 4- ( (2Z) -4- ( t K o i|r (3-^ ^ ;V-1- h V ;v-iH- tf 9 V- ;v-5- ;v) ^ f - ;v) -3-^ 
.^;v_2-(^-^;l'^ 5y)-2,3-i^li Kn-l.3-f-7V-;v-5->f ;v)l^^V ^ :^-l-* ^V^'V^ 
tert-'/'^;^ 

^ife^80a)T-#yi'fb'^tl(0.53 g) h^MW6a)-e#yi4-((2Z)-3-^ ^;l'-2-(^ f-;V-f ^ 
)-2,3-v't; Kn-l.3--^TV'-;v-5-'f ;v) tf^V ':^>-l-:*-'V5K>®l tert--^f^;V(0.47 g) 

TH-hmmmeisdtmmKLx, , sia'fb^t)(o.36 g)^m^m^tLx%tzo 

NMR (CDCI3) 5: 1.47 (9H. s), 1.57-1.80 (4H, m). 2.65-2.78 (2H, m), 2.98 (IH. m) 
, 2.99 (3H, s), 3.28 (3H, s). 4.17 (2H. m). 5.80 (IH, s), 5.88 (IH, s), 7.01-7.1 

4 (6H, m). 7.26-7.30 (9H. m) . 

80c) ((2Z)-5-(i-(3-((6-^' o^-2-■:^7^>n/);^;^*^;^) T'n/NV 4 ;v) li'^'J 
;V)_3_^^;W2-(^^;V'f 5 y)-2.3-vli Kd-1, 3--f-T V- -'V-4-Y ;v) (3-^ ■^-'V-IH- tf 
V V- ;i'-5-^ ;i') ^ ^ y - ;v 

^ife^80a)T-#fc'fl:^J©(0.36 g) i:3-((6-i^ n ^-2-:^ "7 ^;v) x;i'*-;i') :/n/N'>'m** 

P)||»J46b) fc|Wiat::LT. MIB^b'g-i^(0.07 g)^:^^^^^^ L-C#^o 

NMR (CDCI3) d: 1.49-1.89 (4H. m), 2.29 (3H. d. J = 3.8). 2.51 (IH. m). 2.81-2.9 

5 (2H. m). 2.96 (3H. s). 3.00-3.13 (5H, m). 3.49-3.62 (2H. m). 3.89 (IH. m). 4.5 

6 (IH. m). 5.79 (IH. J = 7.4). 5.94 (IH. s). 7.60 (IH. dd, J = 2.0. 8.8). 7.88-7 
.98 (4H. m). 8.48 (IH. s). 

[0 16 4] 

mmm s i 

((2Z)-5-(l-(3-((6-i5' n n-2-:h7f-;v);^;V*-;V)-/n.'\-y ;v) tf^U >? v-4--f ;i')-3 
-p«^;v-2-(^^;^^ 5 y)-2,3-V\^ Kn-i.3--f-TV-;v-4--f ;v) (2-'^j^-;v);^ ^ - 



[-fk 1 4 3 ] 
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^~-J : 88/ 



Kb 1 4 4 1 

O2 — ^ / Me 

81a) 4-((2Z)-4-(li Kn ^ (2-f- ^ ^JV)-3-^ f-Jl'-a-C^ •^;V-f 5y)-2,3-yii 
mmm^6a) T'# ^^/c4- ( (2Z) -3-p< ;V-2- ( ^ ^ ;v 5 ^ ) -2. 3- 1^ K n -1 , 3-^ T 

F(o.28 mD-d-hmmmeisdtmm^^Lx. g)^m'^mi^t\^xntio 

MR (CDCI3) a: 1.47 (9H, s), 1.50-1.85 (4H. m). 2.69 (2H, br). 2.93 (IH, m), 2. 
95 (3H, s), 3.11 (3H. s). 4.18 (2H, br), 6.12 (IH. s), 6.78 (IH, s). 6.95 (IH, m 

), 7.28 (IH, br). , . , , 

81b) ( (2Z)-5- (l-(3- ( (6-^ n D -2-^ -7 ;V) ^ - ^V) T'n y ;i/) 11 >^ >-4--f 

;V)_3_^^;V-2-(p<-5^;V-f ^ y)-2.3-vll KT3-l,3-f-TV-;V-4-'f ;V) (2-^J^^;V) ^ 

mmmsW -e# <b ttyi^b-^^ (0. 25 g)tz-a6-^nu-2-i-y^ ;v) ;^ ;v * - ;v) -/n > 

NMR (CDCI3) a: 1.59-1.80 (4H, m). 2.51 (IH. m). 2.81-2.94 (2H. m). 2.97 (3H. s) 

. 3.00-3.15 (5H. m). 3.50-3.65 (2H. m), 3.90 (IH. m). 4.57 (IH. m). 6.14 (IH, s) 

, 6.82 (IH, s), 6.98 (IH, m), 7.31 (IH, s). 7.60 (IH. dd. J = 1.8, 8.8), 7.89-7. 
98 (4H. m), 8.48 (IH. s). 
[0 16 51 

^mm 8 2 

((2Z)-5-(i-(3-((6-^' nn-2--i-7'^;i');^;v'i^-;v)'/i=i>'"^v >f ;v) tf'^V 'J>-4-^ ;v)-3 
-p{f-;v-2-(^^;i''f ^ y)-2,3-yti Kn-i,3--f-TV-^v-4-'f;w) (3--^.x-;v)> ^y- 

Utl 4 51 

^'"^""^^"^ O .NMe 

OH 

82a) 4-((2Z)-4-(V: Kn dr v (3-^-3i-;V) •9^;V)-3-y f-;V-2-(p< ■^-'V-f 5y)-2,3-ve 
Kn-l,3-^TV'-;v-5--f ;^) tf'^U vy-l-*;^^^^^ tert--/^JW 
^ifeW6a)-C#l^tLfc4-((2Z)-3->^;V-2-(^f-;V-f 5 y)-2.3-vli Kn-LS-^TV- 
;W5--f y>-l-?57;V5K>m tert-r^;V(0.62 g) J^>-3-:^?;^/^'-'^7'Vi 

K(o.26 m\)i}^hmmm7sdtmm.\^\^x. mm<t^<^io.2i g)^m^mi^t\^xntio 

NMR (CDCI3) a: 1.47 (9H. s). 1.57-1.78 (4H, m). 2.70 (2H. m), 2.95 (IH, m). 2.9 
6 (3H. s). 3.06 (3H. s), 4.18 (2H. br). 5.97 (IH, s), 6.90 (IH. m), 7.20 (IH. m) 
, 7.31 (IH, m). 

82b) ((2Z)-5-(l-(3-((6-i^ n ^-2-:^■7^;^)>?.;^*^;^) -fxi^^y ^ )V) if^'j 'J^y-i-^ 
;V)_3_^^;V-2-(^f-;V^ ^ y)-2,3-vli Kn-1,3-^T V--'W4-^ ;i/) (3-^^^-;^) > 

m.mmS2&) •t?^ h Htz^t^m (0. 20 g) t S- ( (e-iJ^ n n -2--^- 7 ;v) ;^ ;w ^ - ;v) n 

aiiE#2 004-3099284 





2003-341430 



A-v?: 89/ 



m (CDCI3) S: 1.59-1.72 (4H, m), 2.50 (IH, m). 2.85-2.94 (2H, m), 2.98 (3H, s) 

. 2.96-3.13 (5H, m), 3.50-3.62 (2H, m). 3.90 (IH. m), 4.62 (IH, m), 5.98 (IH. s) 

. 6.92 (IH, br). 7.20 (IH, s). 7.33 (IH. m), 7.60 (IH, dd. J = 1.8, 8.8), 7.89-7 
.98 (4H, m), 8.48 (IH. s). 
[0 16 6] 

mmm a 3 

N-((2Z)-3-(2-(l-(3-((6-^5' ^^-2-:^:7f^;^)>?.;^:^^^;^):/^/^v -f ;v) tT^U -J>-4--{ 
;l.)j^.^;U)-l,3-f-7y'-;l/-2(3H)--f V 7'>)-N-^ f-;i'T 5 > 
[<kl4 6] 

MMmSc) ■e#/c 1- (3- ( (6- iJ' n n -2-f - -7 -J^ ^ ;v >^ - ;v) n y ^v ;v) -4- (2- 3 - K 

U > (0. 52 g) fcN-^ ^;V-1, 3-^T V- ;V-2-T 5 > (0. 27 g) 6 *»J57b 
)t|WHttCLT. ®iafb^%(0.27 g)^ntzo 

NMR (CDCI3) a: 1.00-1.18 (2H, m), 1.58-1.84 (5H, m). 2.48 (IH, t, J = 12.9). 2. 
81-2.88 (2H. m), 2.98 (3H. s), 2.98 (IH. t. J = 12.9). 3.52-3.58 (2H. m). 3.79 ( 
3H, m), 4.44 (IH. d, J = 13.5). 5.96 (IH, d. J = 5.1), 6.52 (IH. d, J = 5.1). 7. 
57 (IH. dd, J = 2.1, 7.8), 7.88-7.95 (4H. m), 8.46 (IH, s) 
[0 16 7] 

mmm s 4 

N- ( (2Z) -3- (2- (1- (3- ( (e-^' D n -2-■:^ 7 f - ;v) ;^ ;l/ ^ ;v) :f n /nV ;i/) tf^ V >-4-^ 
;l/)j^-^jl/)-5-p{-^;V-l,3-^7V-;V_2(3H)--f V ^)\^T ^ > 

Utl 4 7] 




84a) N.5-v^^--^;V-1.3-f-Ty-;V-2-T5 > 

2- :^ n a tf :t > T t K (R. Pews Synthet ic Commun. , 15. 977-84 (1985) : 8. 7 
e)t}i-^i'}V^t^UTi5.7 g)il)^hmmm46a)tmmKLt:. MK'fb^tl(1.48 s)^n 

NMR (CDCh) 3: 2.29 (3H. s), 2.95 (3H, s), 5.02 (IH, br), 6.75 (IH, s). 
84b) N- ( (2Z) -3- (2- (1- (3- ( (6- ^ n n -2-f - "7 ^ ;!/) :^ ;i' * - ;v) y n v'nv ;v) bT'^ U 
-4-xr;V)jL-^;i/)-5->'^;V-l,3-'^TV-;i'-2(3H)-^ U t'>)-N-;>« ^;VT 5 > 
^igW4a)T-#y^^'fk'^t/(0.26 g) t^JfeMl8c)-e#/il-(3-((6-i^ ^^-2-:^7^;^):^;^ 
j^:::;V)ynyNV^;V')-4-(2-3- Kj^^;v) ^^'J >^ ^ (0. 52 g):t)^hmMm57h) tWimz 
LT . SfB'fb'^t? (0. 24 g) irWfZo 

NMR (CDCI3) <5: 1.00-1.16 (2H, m), 1.56-1.60 (3H, m). 1.70-1.84 (2H. m), 2.13 (3 
H. s). 2.49 (IH, m). 2.81-2.89 (2H, m). 2.95 (3H. s). 2.96 (IH. m). 3.52-3.58 (2 
H. m), 3.68-3.80 (3H, m), 4.43 (IH. d. J = 13.5). 6.18 (IH. s), 7.59 (IH. dd. J 
= 1.8, 8.3). 7.88-7.95 (4H. m). 8.45 (IH. s). 
[0 16 8] 



miE#2 004-309 9 2 84 
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^~z^ : 90/ 



N- ( (2Z) -3- (2- (1- (3- ( (6- n n -2-i- y^)V):^A^^=-)v)-:fu/^y y( -4-^ 
;V)jL-?^;V)-4-;>t-^;V-l,3--?^TV-;V-2(3H)-'f U 7'>)-N-^ ^;VT 5 > 
Kb 1 4 8 ] 

0"0 Me 

85a) N, ^ 3-f- T V- ;V-2-r ^ > 

•/n^T-bh>(25 g) tN-^ -J? VT (20 g) jO*?>^ifeW6a) i: |W|#i' LT> SIB'fk 

^2i)(9.4 g)=^#/Co 

NMR (CDCh) 3: 2.23 (3H, s), 2.94 (3H. s). 6.04 (IH, s). 6.28 (IH, br). 

85b) N- ( (2Z) -3- (2- (1- (3- ( (6- n n -2-i- 7 f-;v) ;^ ;v * - ;v) "/n y >f ;v) If ^ V :^ 

_4-^;l/)aif-;V)-4-^^;i/-1.3-f-TV-;W2(3H)--f U t'>)-N-^ •^;VT 5 > 

^ -;^)•7'^7^"y ^;v)-4-(2-3- K^^;i') t'^U ^ >' (0.52 g)>&^^|life^J57b) 
LT. Mia<k^t>(0.06 g)=&#/co 

^MR (CDCh) 5: 1.06-1.14 (2H, m). 1.60-1.86 (5H, m), 2.08 (3H, s), 2.49 (IH. t, 

J = 12.3), 2.84-2.87 (2H. m), 2.95 (3H. s), 2.97 (IH. m). 3.53-3.56 (2H, m). 3. 

70-3.81 (3H, m). 4.44 (IH. d. J = 13.2), 5.51 (IH, s), 7.58 (IH. dd. J = 1.8, 7. 
8), 7.88-7.95 (4H, m). 8.46 (IH, s). 
[0 16 9] 

mnm 8 6 

N- ( (2Z) -3- ( (1- (3- ( (6- ^ n n -2-i- 7 f - ;i/) ;^ ;v .1^ ^ ;v) yn /nv ;v) tT^ 'J ;v 
)p<^;u)-i.3-^7v"*-;w2(3H)->f Vt'^)-N-^^;vt5 > 
I'fb 1 4 9 1 




o o 




86a) i-(3-((6-^'no-2-f-7f-;W;^^V'*-;v)7'n/NV ;J/)-4-(3- K>'^;v)tr^U 

4-(3- K>f-;V)tr^V y^'-l-J^/l'^'^M tert--:/-^;l^(A. Villalobos^J. Med. Chem. 
, 37, 2721 (1994): 3.3 g) t3-U6-ir xj u-2-i-y ^ 7.JU^=.)iy)-:fu ^^ym(3.0 s) 

^-hmmm46h) t mm^^ l-c. mm^t^m{4. o g) =^#7to 

NMR (DMSO-de) 8: 0.65-0.89 (2H. m). 1.62-1.78 (3H. m), 2.40 (IH. m). 2.67 (2H. 
t, J = 7.8). 2.90 (IH, m), 3.15 (2H. d, J = 6.2). 3.59 (2H. t, J = 7.8). 3.76 (1 
H. d, J = 14.0), 4.17 (IH, d. J = 14.0). 7.72 (IH. dd, J = 2.2, 9.0), 7.97 (IH, 
dd, J = 2.2, 8.8), 8.17 (IH, d, J = 8.8). 8.19-8.25 (2H, m). 8.63 (IH, s). 
86b) N- ( (2Z) -3- ( (1- (3- ( (6- iJ' n ^-2-•:^ 7 ^ ;v) ;v - ;v) -/n / )V) \£^V'J >-4 
-Y;W^^;i')-i,3-f-Ty'--'i'-2(3H)--f U 7'^')-N-> ^;VT 5 > 

Ilife^^86a) -cnti^t^^m (0. 50 g) tN-;>« ^;V-1, 3-^ T V- ;V-2-T 5 > (0. 23 g) t^hMm 

NMR (CDCh) a: 0.94-1.16 (2H. m), 1.63-1.77 (2H. m). 2.10 (IH. m), 2.49 (2H. t, 
J = 11.0), 2.84 (2H. dd. J = 6.6. 10.4). 2.95 (3H. s), 2.99 (IH. t. J = 11.0). 
3.51-3.65 (4H. m), 3.81 (IH. d, J = 13.4), 4.48 (IH, d, J = 13.4). 5.87 (IH, d. 
J = 4.8), 6.41 (IH, d, J = 4.8). 7.59 (IH, dd. J = 1.8, 8.8), 7.92-7.97 (4H, m), 
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: 91/ 



8.47 (IH. s). 
[0 17 01 

8 7 X ^ N 

3- ( (1- (3- ( (6- ^ n n -2-:^ 7 ^ ;v) ;^ ;v * - )V) y n -f ;v) U ^-4--f ;V) ^ ^ 

-l,3-^TV-;V-2(3H)--f ^ y 

mi 5 01 

" — ISI^S 




mmmS62i) x-ntz l- (S- < (e-^^ n n -2-^ ^ ^ ;v) ;v * - /nV ;v) -4- ( 3 - K p« 
y>(0.50 g) i:l,3-f-TV'-;V-2-T^ X0.20 g)^^'b*i&^J57 b)i:|p]^t:: 
t T . MIMb-^tJ (0. 08 g)i%tZo 

NMR (CDCI3) 5: 0.98-1.28 (2H, m). 1.65-1.79 (2H, m), 2.10 (IH. m). 2.51 (IH. t 
J = 13.2), 2.82-2.87 (2H, m). 3.00 (IH. t. J = 13.2). 3.45-3.62 (4H. m). 3.83 ( 
IH, d, J = 13.8). 4.49 (IH, d. J = 13.8), 5.74 (IH. d. J = 4.8). 6.29 (IH. d. J 
= 4.8), 7.58 (IH, dd, J = 1.8. 7.8), 7.88-7.95 (4H, m), 8.46 (IH, s). 
[0 17 11 



mMM 8 8 ^ , 

1- (3- ( (6-i^ n n -2-:h 7 ^ ;v) ;^ ;v .i^ ^ ;l') 7" n y ^ ;v) -N- ( (2Z) -3-^ ^ ;V-1. 3-f - T V 

-;W2(3H)--f U 7">)-4-lf^V y VT^ :^ 

[<k 1 5 1 1 

88a) 4-((T5 / *;V*V^:i--f ;V)T^ /) ti^U vy-l-*;^^^^ tert--r^;V 
4-T5 y tf^U v^-l-jS^^V^K^^ tert-7'^;v(2.7 g) j6^ib^i&f?ll66a) i: R^t- UT^ « 
IB'fl:'^^(2.8 g) ^Sr^m-feS^i: LX^tio 

NMR (CDCI3) 5: 1.26-1.45 (2H. m). 1.45 (9H. s), 1.98-2.08 (2H, m). 2.90 (2H, t, 
J = 9.8), 3.98-4.10 (3H, m). 6.10 (2H, s), 6.74 (IH, d, J = 7.2). 
88b) 4-(1.3-^TV-;V-2-<;v)T5 y tf^U v^V-l-^^^^i^'^M tert-T'^JV 
mmmSSa) xntz^t^m (l. O g) i: n n r b r ^Vy' F (l. 13 mi . 40%7K^?^) :d-hm 

ifeW6a) t mmi<z L-c. MiMb'g-tj(o.88 g) ^mM'^m^t l-c#^o 

NMR (CDCI3) S: 1.33-1.49 (2H. m), 1.46 (9H. s). 2.06 (2H, m), 2.92 (2H. m), 3.5 
6 (IH. m), 4.02 (2H. bd. J = 10.5). 4.95 (IH, br). 5.71 (IH. d. J = 4.8), 6.72 ( 

88c)^i- (3- {{6-^ n n -2--f- y^)V)7.}i^^~ )V) -/n /^V >f ;v) -N- (1, 3-^ T V- ;V-2--f 

;v)_4_tf^i; «;VT5 ^, 
^ife-pHSSb) •C#/c'(b^# (0. 88 g) ^ 3- ( (6- ^ n n -2--^ -7 ^ ;v) >^ ;v - ^V) 7- n /N- >m (0. 

86 g)^-'b^»J46b)^:|WI^t^LT. miB-fk-^^d. 19 g) «r^^fe@#^; LT^/io 

NMR (DMSO-de) S : 1.12-1.40 (2H, m), 1.82-1.94 (2H, m), 2.56 (IH, m), 2.72-2.78 

(3H, m), 3.10 (IH. m). 3.59-3.75 (2H, m). 3.99 (IH, d. J = 14.1), 6.58 (IH. d. J 

= 3.6). 6.98 (IH. d. J = 3.6), 7.50 (IH, d, J = 7.5). 7.72 (IH. d. J = 1.8. 8.1 

) 7.97 (IH, dd, J = 1.8. 8.1). 8.17 (IH, d, J = 8.1). 8.24-8.28 (2H. m). 8.63 ( 



In S/ 

88d) 1- (3-( (6- ^uu -2-i- y^)V):^}i^^^=-)V)-fuj^y^ ;v) -N- ( (2Z) -3-^ ^ ;v-l. 3-^ 
T V-/W-2(3H)--f U T'>')-4-tr^U y VT 5 > 

ffiSE# 2004-3099284 



mm 2003-341430 



^->^' : 92/ 



NMR (CXh) S: 1.58 (2H. m), 1.82 (2H. m). 2.88 (2H, t. J = 6.6). 2.93 (IH m) . 
3.10-3.25 (5H. m). 3.56 (2H. t. J = 6.6), 3.76 (IH. m). 4.05 (IH. m). 5.84 (IH. 
d. J = 4.2), 6.44 (IH. d. J = 4.2). 7.58 (IH. dd. J = 1.8. 7.8). 7.88-7.96 (4H. 
m). 8.47 (IH. s). 
[0 17 21 

8 9 „ ^ 

1- (3- ( (6- ^ n n -2-:h -7 f - ;v) ;^ ;v - ;v) 7' D ;v) -N- ( (2Z) -3, 4- v ^ ^ ;v-i . 3--^ 

Ty-;v-2(3H)--f u ry)-A-}£^') v^^r? > 

1 5 2 1 

89a) 4- ( (4-p< ^;V-1, 3-^ T )V-2-4 ;V) T < ^ ) t?^ U v > -1-* ;V >K >m tert-^ ^ 



^i&W8a)-e#7t4-(-f-:^-'> V-f K) tf^U >^>-l-*;V^vm tert-r-^;K0.69 g)^^; 
n^7-fe b v(0.34 ml);6>P>lllfetffl46a) fc|SI»t*LT. MlB'fk'&2^ (0. 79 g) ^Sr^Jt'feH'ff 

NMR (CDCh) 5: 1.33-1.49 (2H. m). 1.46 (9H, s). 2.06 (2H. m), 2.22 (3H. s). 2.9 
2 (2H. m). 3.56 (IH. m). 4.02 (2H. d, J = 10.5), 4.95 (IH, br), 6.07 (IH. s). ^ 
89b) 1- (3- ( (6- ^ n n -2-•:^ 7 f - ;v) ;v * - ^V) 7" n v'NV 'f ;v) -N- (4- ^ ^ ;V-1 , 3-f - T V 

- ;v-2- ;v) -4- i; y > T 5 > ^ , 

||J&W9a)-e#/i'fb^t/(0.79 g) fc3-((6-i^ nn-2-^7^;v);^;v*-;v)"/n/N°>^(0. 

80 g) i)-h%-mmm) t mm^ t-c> mm^t^m (o. 76 g) ^mn^^mi^t ur^jto 

NMR (CDCh) 5: 1.25-1.46 (2H, m). 2.06-2.21 (2H, m). 2.22 (3H. s). 2.80-2.91 (3 
H. m). 3.20 (IH, m). 3.53-3.68 (3H, m), 3.79 (IH. d. J = 9.4). 4.32 (IH, d, J = 
9.4). 4.87 (IH, d. J = 4.8). 6.05 (IH. s). 7.58 (IH, dd. J = 1.4. 9.0). 7.88-7.9 

5 (4H. m), 8.46 (IH, s). ^ , 

89c) 1- (3- ( (6- ^ n n -2-i- y^)V):^)V:^=-)V)^u^^J^}i^) -N- ( (2Z) -3. 4-i^ ^ ^ fl^-l. 

3_^TV-;i,_2(3H)--f V 7'»-4-tr^i; 'jyr^y _^ , 

«W9b)T#fc>fk^!fe(0-65 g)fc3't7>ft^f-;V(0.17 mD^^hmMm^lh) tmi^l^X 

NMR (CDCh) a: 1.38-1.64 (2H. m). 1.88-2.01 (2H, m), 2.36 (3H, s), 2.66 (2H. t 
J = 8.1). 2.92 (2H. m), 3.15 (IH, m), 3.46 (3H. s). 3.57 (2H. m), 3.93 (IH, brd 
. J = 14.4). 4.57 (IH, brd. J = 14.4). 6.61 (IH, s), 7.60 (IH. dd. J = 1.8, 7.8) 
. 7.90-7.97 (4H. m), 8.48 (IH, s). 

10 17 3] 
^Mf^ 9 0 

l-(3-((6-^ nu-2-i- y^)V)y^ ;i/ -;v) yn/NV ;v)-N-((2Z)-3. 5-'J^ f-^^-l. 3-f- 
7 V->'V'-2(3H)->f 'J r»-^-^^') i^>T^> 
Hbl 5 3] 

Me 




Me 

90a) 4-((5-^^;W1.3-^TV-;V-2->f ;V)T5^)1^^'J':^>-1-*^1'^^®^ tert--/^ 

ffiiE#2 004-3099284 



#11 2003-341430 



^-v : 93/ 



n^7'ne:r>T;V7-*t: K(2.8 g):i^e)|liifeW6a) t l^^ttc LT. MfE<b'^t> (2. 0 g) =S:^ 

NMR (CDCh) a: 1.33-1.49 (2H. m). 1.46 (9H, s), 2.06 (2H, m). 2.28 (3H. s), 2.9 
2 (2H, m). 3.56 (IH, m), 4.02 (2H. brd. J = 10.5), 4.95 (IH. br). 5.71 (IH. s). 
90b) 1- (3- ( (6- n n -2-i- y^)V)7.)Vfi^=. ;v) -/n /nV >f ;v) -N- (5-^ 3-^ T V 

_ ;i/_2->f ;i/)-4- H'^ V V > T 5 > 

^i&^90a) ■C'#/i'fb'^tl (1. 8 g) i: 3- ( (e-^' n n -2-•:^ y^}V)^ ^ ;v) T'n /^• >m.il. 7 
7 g)*-'b^iSW6b)a:|Wl*lltCLT. MtB'fb'^%(2.84 g) ^^^feS-^i: LT#/co 
NMR (CDCh) a: 1.25-1.47 (2H. m), 2.03-2.21 (2H. m), 2.28 (3H. s). 2.77-2.91 (3 
H, m). 3.19 (IH, m). 3.54 (2H, m). 3.69 (iH. br), 3.80 (IH, d, J = 13.2). 4.34 ( 
IH. d, J = 13.2), 4.87 (IH. br), 6.71 (IH. s). 7.60 (IH, dd. J = 1.8. 8.7). 7.88 
-7.95 (4H. m). 8.46 (IH. s). 

90c) 1- (3- ( (6- n □ -2-:^ 7 ;v) :^ ;v * - ;v) T' o / nv >f ;v) -N- ( (2Z) -3. 5--Jj^i^ n^-i , 

3_f^7V'-;V-2(3H)-^ V •7'>)-4-tf^V v^>T 5 :^ 

Ilitfll90b)-e#f^'fk^%(0.80 g)t 3>>'fb^f-;V(0.42 ml)-A^hmMm57h)tmm^L'C 
> MfB<k'&t>(0.43 g)=^^m-fe@#t LT#/co 

NMR (CDCh) a: 1.40-1.88 (4H. m), 2.10 (3H, s), 2.88 (2H, dd. J = 6.8, 9.0). 2. 
96-3.12 (2H. m), 3.15-3.27 (4H. m). 3.51-3.65 (2H, m). 3.76 (IH, m), 4.10 (IH. m 
). 6.13 (IH. s), 7.59 (IH, dd, J = 2.0, 8.8), 7.89-7.98 (4H, m), 8.48 (IH. s). 
[0 17 41 

mmm9 1 

2- ( (2Z) -2- ( (1- (3- ( (6-:?^ n n -2-:h 7 f - ;v) ;v - ;v) -/n ^nV >f ;v) t?^ U V-4->f ;v 
)-f 5 y)-l,3--^TV-;V-3(2H)--f ;i/)7-b F 
I'fb 1 5 4 1 

mmmssc) -e^/i i- (3- ( (6- ^ n n -2--f7 f - ;v) ;^ ;i/ * - jv) n /nv ;v) -n- (i . 3- ^ t 

y- ;V-2-l' ;v) -4- 'J V > T 5 >(0. 50 g) i: 3 - F T -b h T 5 K (0. 40 g) *S&I?!I5 
7b)i:|W|;tttcLT. MfB'fb^tl(0.61g)=^^JIfeH#^ LT#/io 

NMR (CDCh) a: 1.39-1.62 (2H. m). 1.72-1.90 (2H, m). 2.89 (2H. t. J = 7.2), 3.0 
6 (IH, m). 3.15-3.33 (2H, m), 3.57 (2H, t, J = 7.2). 3.71 (IH. m), 3.97 (IH, m), 
4.31 (2H, s), 5.54 (IH. br), 5.98 (IH, d. J = 4.6), 6.58 (IH, d, J = 4.6). 7.08 
(IH, br), 7.60 (IH, dd. J = 2.2. 9.2), 7.88-7.98 (4H, m), 8.49 (IH. s). 
10 17 51 

mmm 9 2 

2- ( (2Z) -2- ( (1- (3- ( (6- n n -2-"f 7 f - ;v) X ;i/ s^ :^ ;v) :/n y >f ;i/) 'J>-4-^ )^ 
)>f 5 y)-l,3-f"TV'-;V-3(2H)->f ;v)J^^>'~-'V 
I'fb 1 5 5 1 




o o 



o o ^ — ^ 

mmmSSc) X-nfz 1- (3- ( (e-^ n □ -2-i- 7 ^ JV) ^ JV >^ - JI') :/ n y nV )U) -N- (1, 3-^ T 
V-Jl/-2-W';V)-4-tr^U i^>T5 >(0,6 g)t2-3- F^^^ ^ -;v(0. 2 ml)ti^hMMU57 
b)t|SI;KtwUT. MIB<k'&«feSr(0.25 g)&'&mi^tLxntio 

miE#2 004-3099284 



#M 2003-341430 



^--J : 94/ 



NMR (CDCh) S: 1.41-1.62 (2H. m), 1.72-1.87 (2H, m). 2.79-2.90 (2H. m). 3.03 (1 
H m) 3.23-3.33 (2H. m). 3.53-3.59 (2H. m). 3.64-3.72 (IH. m), 3.85-3.91 (5H. m 
)'. 5.90 (IH, d. J = 5.1). 7.58 (IH, dd. J = 1.8. 7.8). 7.89-7.95 (4H. m). 8.47 ( 

IH, s). 

[0 17 6] 



1- (3- ( (6- n n -2-^ 7 ^ ;v) X ;v * - ;v) n /^v ^ ;v) -N- ( (2Z) -3- i2-:^Y^'y^^ J^) 
-1, 3-^ T V- ;V-2 (3H) ^)ry)-A-\£^') v > T 5 > 
I-fk 1 5 6 1 



o'*o — ' 

-2.(0.33 g)if^hnmm57\i)tmm^Lr. ffliB'fb'^tJ(o.2i g)ii^^mi¥'tLxufz 

NMR (CDCb) S: 1.53-1.85 (4H. m). 2.82-2.94 (2H. m). 3.01 (IH. m), 3.21-3.35 (2 
H. m). 3.34 (3H. s). 3.52-3.66 (4H. m). 3.73 (IH. m), 3.86 (2H. t. J = 4.8). 3.9 
5 (IH. m). 5.81 (IH. d. J = 4.7). 6.58 (IH. d. J = 4.7). 7.59 (IH. dd. J = 2.0. 
8.8), 7.89-7.98 (4H. m). 8.48 (IH. s). 
[0 17 7] 

( (2Z) -2- ( (1- (3- ( (6- D n -2-:?- 7 ;v') ;^ ;v ^ - ;v) •/ n ;v) ^ 'J ;v) 
>f 5 y ) -5-^ ^ ;w-i . 3-^ 7 (2H) - ^ ;v) mk^M^ 

['ft 1 5 7 1 

94a) ((2Z)-2-((l-(3-((6-i5' n n-2-f-"7f-;U);^;v*^;v) "/n^^V ;v) V y V-4- 

jW'f 5 y)-5-^f-;v-i,3-f-TV-;v-3(2H)--f;v)i^m tert-:/^^v 
*ifeW0b)-e#/il-(3-((6-i5' nn-2--^-7^;v)^;v*^;v)-/n^NV ^ ;v)-N-(5-^ f-^w- 
1 3--^Ty-;^-2-'f ;V)-4-li°-^';>^>T5 ^(0.90 g)i:'/n^imt--7^-^;Kl.01 ml)i3 
iu^3'i7>fb557'J -^^(0.63 g)75>t>^ifef?!l57b)iiWlcLT. ®|B<k'^%(0.68 g)*^'^® 

NMR (CDCh) S: 1.44 (9H. s). 1.46-1.72 (4H. m). 2.09 (3H. s). 2.87 (2H. t. J = 
7.8). 3.01 (IH. m). 3.29 (2H. m). 3.54 (2H. t. J = 7.8). 3.67 (IH. m). 3.84 (IH, 
m). 4.21 (2H. s). 6.13 (IH. s), 7.58 (IH. dd. J = 1.8, 8.7). 7.89-8.00 (4H. m). 

8.47 (IH. s). ^ , X . „ ... . 

94b) ( (2Z) -2-ai-i3-ae-i^^^-2-i-y^}^)^^^'i'-^^)'^^^'^^^^^^^^ ^^-^^ 
^;i/)^ ^ /)_5_^f-;V-1.3-^7V'->'V-3(2H)--f ;l')M^m^ 

^ife'£?il94a)T'#/c'fb'^!fe(0.40 g)<^THF^^(10 ml)«^m(5 ml)=g:ijnx., 12^K:*^^?i 

-^/co ^JSfSt^iiiBIL. ^®!^*i;j^-^;v^-x;vT-?5fe»LTeia>fk^«^(0.38 g)*iEfe 

NMR (DMSO-de) a: 1.45 (IH. m). 1.60 (IH. m). 1.83-1.98 (2H. m). 2.28 (3H. s). 2 
64 (IH. m). 2.68-2.83 (2H. m), 3.14 (IH. m). 3.57-3.69 (3H. m). 3.88 (IH. d, J 
1 14.5). 4.22 (IH. d. J = 14.5). 5.01 (2H. s). 7.24 (IH. s). 7.74 (IH, dd. J =2 
.2. 8.8), 8.00 (IH, dd. J = 1.9. 8.8), 8.17-8.31 (3H, m). 8.65 (IH. d. J = 1.9). 
10.00 (IH. br). 
[0 17 81 

%Mm 9 5 , , . V , 

i-((2Z)-2-((i-(3-((6-i^ n x3-2-i-y^fl^)7.n^^=-)i^)zfu^^y ;i/) t?^'; v v-4->f ;v 

{liiE#2 004-3099284 



S^m 2003-341430 



^-i^ : 95/ 



Utl 5 81 



CI 




95a) 4-(((2Z)-3-ptf-;V-1.3-f-Ty*-;V-2(3H)--f U 7^^)75 ^)t:^V v:^-l-5^;V5K 
>m tert-y^;v 

HM^^SSb) -e#/c4- (1. 3-^ T V- ;V-2-^ ;V T 5 y ) 'J >^ ;V >m tert--/^ 

;v(5.0 g) t 3'^'fl:p«^;v(2.18 mDid^e^iSl^iJSTb) fc|SI^i::LT> SIB-fb-^t? (4. 2 g)=Sr 

NMR (CDCls) ^: 1.46 (9H, s), 1.51-1.85 (4H, m). 2.82-3.08 (3H, m). 3.26 (3H, s) 
. 3.96 (2H. br), 5.83 (IH, d. J = 4.8). 6.45 (IH. d. J = 4.8). 
95b) 4-(((2Z)-5-(l-li Fn^v'a:.^;V)-3-p«^;V-l,3-^TV-;V-2(3H)--f Ut'>')7 5 
y) tr^Vi^>-l-:^/;V^*>m tert-y^;v 

^Mf!l95a)T-#?>tL/i>fb^tJ(1.0 g) T-b h T;Vt'Ii F(0. 5 ml);0^f?*»J67a) i: IW|;SI 

LT, Mlfi'fk^t/ (0. 18 g) ^#/Co 
NMR (CDCh) 8 \ 1.46 (9H. s). 1.47 (3H, d, J = 6.3), 1.50-1.59 (2H, m). 1.67-1.7 
8 (2H, m), 2.86-3.02 (2H, m). 3.21 (3H. s), 3.96 (2H, br). 4.75 (IH, q, J = 6.3) 
, 6.36 (IH, s). 

95c) 1- ( (2Z) -2- ( (1- (3- ( (6- n n -2-^ 7 ;i/) ;^ ;v 5^ - ;v) -frxf^j^ ;v) tf/^ V V-4 
--f ;V)^ 5 y)-3-;>{^;V-2,3-vt KD-l,3-^Ty-;V-5-'f A/)j:.^y-;v 

^]6feW5b)X-#ibtLfc>fk'^S^(0.18 g)tC^J^m(2 mD^rjfjPx.. ii-%m.-^fZo ^T&^T^. 

j^i5'/-;i/=Srijnx.2tiiiLfco ?^»i;:dbu(o. 16 ml)^ ^ i;^-f-;vT5 X0.15 ini)^it;*T< 

-h 'J>^;V'>';;VT-fe hT5 K(0.28 g)^Jnx.7-fe h - h V;V(5 ml) ic^lil L/io 
^^&*3-((6-^'nn-2-^7^;v)y^;i'j}^-;v)':^o/'?>i?(o.l6 g), WSC(0.15 g):feJ:miO 
Bt(o.i2 g)<7)T-b h- b ';;v^t^?^^S(5 ml)^'i)^x.^ i2B#p^:0^^m-^/co ^jSt^^MML 

T'^;l»L7to M=^^*L> ^^t»=Srv'U *y;V:*7-^T'ttmL-Cffl|a'fl:'g-^(0.07 g) =£: 

NMR (CDCh) 5: 1.46 (3H, s, J = 6.2), 1.48-1.80 (4H, m), 2.88 (2H, t, J = 7.8), 
2.92-3.29 (3H, m). 3.21 (3H, s), 3.56 (2H, t. J = 7.8), -3.81 (IH, m). 4.10 (IH, 
m), 4.75 (IH, q, J = 6.2), 6.38 (IH, s), 7.59 (IH, dd, J = 1.8, 9.0), 7.88-7.97 
(4H, m), 8.48 (IH, s). 
10 17 91 

9 6 

((2Z)-2-((l-(3-((6-^ ^^-2-^7^;^)>?>;^*-;^)y^^^V ;v) ii^U >^>-4->f ;v) 
^ ^ >')-3-^^;v-2,3-v^ti Kn-i,3-^TV--'^-5-^;v)p{ iJ'y-pv 



96a) 4-(((2Z)-5-'i^;V5 ;V-3-^^;Wl,3--^TV^-;i/-2(3H)--f U •7'»T-5 y') tf^U 

*i&l?iI95a)-e#/z'ft:'^%(5.0 g)i:DMF(4 ml);6*'b^Jfe«?!i67a) [Wj^lC LT> miB<t:^^(4 
.6 g)=Sr^ltfe@#i: LT#f^o 



[Ibl 5 9] 



CI 




CH2OH 



|liiE#2 004-3099284 



#11 2003-341430 



^--J : 96/ 



NMR (CDCh) S: 1.47 (9H, s). 1.27-1.81 (4H. m), 2.97-3.14 (3H, m). 3.41 (3H. s) 
, 3.91 (2H, br), 7.43 (IH. s), 9.46 (IH. s). 

96b) ' 4- ( ( (2Z) -5- ( V: K n ^ V ^ ^ ;v) -3-^ ;i'-l . 3-^ T V- )V-2 (3H) - >f U 7* > ) T 5 
) tf^u v^^-i-*;^'-^^^ tert-:/f-;v 

NMR (CDCh) S: 1.46 (9H, s), 1.48-1.59 (2H, m), 1.69-1.80 (2H, m), 2.86-3.02 (3 

H. m), 3.22 (3H. s), 3.94 (2H. br). 4.45 (2H, s), 6.42 (IH. s). 

96c) ( (2Z) -2- ( ( 1- (3- ( (6- n n -2--r "7 f - n^) ;^ ;i/ * - ;v) n y'-? y >f ;l/) tf ^ U v > -4- 

W;v)'f 5 y)-3-p«f-;v-2,3->'t: Fn-l,3-f-7V-;i'-5-'^;V)^ ^ ^ -^v 

«^J96b) fz^t^m (0. 98 g) 3- ( (6- n n -2-^ 7 ^ ;V) 7. ;v ^^ - ;!-) n /N- (0. 

91 g);ei-e)|IM^!l95c) tlWI^lcLT, ^fS'ffc^!^ (0. 33 g) ^Sr^feS^ t LT#yio 

NMR (DMSO-de) 5: 1.18 (IH, m), 1.36 (IH. m), 1.56 (IH. m), 1.66 (IH. m). 2.65-2 

.79 (2H. m), 2.82-2.97 (2H, m). 3.11 (3H. s), 3.18 (IH. m), 3.59-3.72 (3H. m), 3 

.86 (IH. m). 4.23 (2H, d, J = 5.3). 5.10 (IH, t, J = 5.6), 6.77 (IH, s), 7.73 (1 

H, dd. J = 2.2. 8.8). 7.99 (IH, dd, J = 1.7, 8.8), 8.23-8.32 (2H. m). 8.65 (IH, 

s). 

10 18 0] 

mmm 9 7 

(2Z) -2- ( (1- (3- ( (6- n n -2-:^ y ;v) Ji' - ;v) ^ n y ;v) tf^ U -J > -4-'f ;w) 
^ y ) -3-^ ^ ;V-2, K n -1, 3-f - T V- ;v-4- :^ )V ^ 

Hbl 6 01 




97a) 4-((4-(j^ >^->*;i''i?-;i/)-i,3-^TV-;v-2--f ;v)T5 y)!^^'; -:^>-l-:*;v** 
>^ tert-y'^;V 

||ifiM88a)-C#/c4-(^^'^7 v-r K)tr^i; v>-l-3&;v>}^'>^ tert--7*"^;v(3.0 g)i:7'n 

NMR (CDCI3) S: 1.37 (3H, t, J = 6.9). 1.46 (9H. s). 1.39-1.47 (2H. m). 2.04-2.0 
9 (2H. m). 2.96 (2H. m), 3.53 (IH. m). 4.00 (2H, bd. J = 12.0). 4.35 (2H, q, J= 
6.9). 5.22 (IH. d, J = 8.4). 7.41 (IH. s). 

97b) 2-((l-(3-((6-:^^^^-2-:^7f•;^):^;^*-;^)y^>'■?y >f ;v) tf^V -j>-4-^ ))^)r 
5 y ) -1 , 3-f" T V- ;v-4- ;v > ;v 

mMm97a) xn tz it^m (0. 46 g) 1 3- ( (6- ^ n n -2- -rh 7 ^ ;v) ^ ;v - ;v) T' n y ^ m (O. 

39 g)i)^hmmm46b)tmmK\^x. m%?,^t^^io.u g)^m'^mi^t Lxntzo 

NMR (CDCls) S: 1.29-1.50 (5H. m). 2.05-2.20 (2H, m), 2.81-2.91 (2H, m). 3.22 (1 
H, m). 3.53-3.58 (2H. m). 3.68 (IH, m), 3.81 (IH. d. J = 14.4). 4.31-4.36 (3H. m 
), 5.17 (IH, d, J = 8.1), 7.41 (IH. s), 7.59 (IH, dd, J = 2.1, 8.7). 7.88-7.96 ( 
4H. m), 8.46 (IH, s). 

97c) (2Z) -2- ( (1- (3- ( (6-:^ n a -2-i- "7 f - ;V) ;^ ;V * -;V) "/n y ^ V -J 

5 y)-3-^f^;V-2.3-y V: Yu-\,Z-^TV-)\^-A-i3)V^>W.^'^)^ 
mmm^Th) xntzit^m (0. 44 g) i: a ^it:^ (0. 12 ml) ij- h ^i&^57b) b UT 

. mmt^m{o.2\ g)^#/s:„ 

NMR (CDCh) S\ 1.35 (3H, t, J = 7.2), 1.47-1.81 (4H, m), 2.84-2.96 (2H, m), 3.0 
8 (IH, m), 3.19-3.33 (2H. m). 3.54 (3H, s), 3.51-3.60 (2H, m), 3.77 (IH, m), 3.9 
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mm 2 0 0 3-3 4 1 4 3 0 ^- V : 97/ 

7 (IH, m). 4.29 (2H, q, J = 7.2). 6.91 (IH. s). 7.59 (IH. dd. J = 1.8. 8.8). 7.9 
0-8.01 (4H, m). 8.48 (IH, s). 
[0 18 11 

mmm 9 8 

(2Z) -2- ( (1- (3- ( (6- ^J' n n -2-■:^ 7 ^ ;i^) ;^ - -'V) a ;v) t: y ^ -4- -f ;V) -f 
^ y)-N.3.4-b U ^^;V'-2.3-yii Kn-1,3-^T V-;V-5-*;V5^^^'9-^ K 
['fk 1 6 1 1 

CONHMe 
A— N 

98a) 4-((4-^f-;v-5-(>^;v:*;v/N'^-f ;^)-i.3--f-Ty-;v-2-^;v)T5 y) tf^U 
-i-*;vsK>'^ tert--/-^;v 

*i&l?II88a)T?#/:4-(^:«-«> V-f K) If^V i^>-l-:^? >'V**>'m tert--7'f-;v(l. 5 g)t2-i^ 
nn-N-^^;l'-3-^^vy:5'>'T^ F(1.0 g):d^iblli&^46a) t IWlMl^ LT. MUit^'^i 

NMR (CDCI3) 5: 1.39-1.49 (2H. m), 1.46 (9H, s). 2.03-2.10 (2H, m). 2.49 (3H. s) 
, 2.81-2.95 (5H, m), 3.51 (IH. m). 4.03 (2H. brd. J = 12.8). 5.32 (IH. d. J = 6. 
6). 5.48 (IH. br). 

98b) 2- ( (1- (3- {{6-^uu-2-i-y^ ;v) ;v ^ ;V) /sV ^ ;v) V v > -4-^ ;V) T 
5 y)-N.4-v>^;i/-i.3--^T V->'v-5-:«;;v5^'^-9-^ K 

||J&^98a) •X^ntz'it^m (1. 4 g)t 3-( (6-^^ uu-2--r 7 f-;V) 7. - ;V) ^md. 2 

g) ^M^J46b) t LT. SfB^fk-^tf (1. 8 g) ^nfzo 
NMR (CDCI3) S: 1.30-1.49 (2H. m), 2.01-2.19 (2H. m). 2.48 (3H. s). 2.77-2.94 (3 
H. m), 2.93 (3H, d. J = 4.8). 3.19 (IH. t. J = 14.1). 3.52-3.61 (2H. m). 3.69 (1 
H. m). 3.81 (IH, d. J = 14.1). 4.37 (IH. d. J = 14.1). 5.51 (IH, d. J = 7.2). 5. 
55 (IH. d. J = 4.8). 7.59 (IH. dd. J = 1.8. 7.8), 7.88-7.97 (4H, m). 8.47 (IH. s 

98c) (2Z) -2- ( ( 1- (3- ( (6- jJ' n n -2- ^ -7 ^ ;w ) ;^ 'i^ - ) n / N° y ;v ) t: ^ U V > -4- 
;v)>f 5 y)-N.3.4-h y ^•^;v-2.3-yt: K^-l.3-^TV-;^-5-:*;^^^■^^5 K 

mm^t^<^ (0. 48 g)^mzo 

NMR (DMSO-de) 8: 1.18 (IH, m), 1.41 (IH. m). 1.58 (IH. m). 1.70 (IH, m). 2.44 ( 

3H. s). 2.63 (3H. d. J = 4.5). 2.68-2.79 (2H. m). 2.86-3.00 (2H. m). 3.17 (IH. m 

). 3.21 (3H. s). 3.59-3.73 (3H. m). 3.86 (IH. s. J = 13.0). 7.45 (IH, m). 7.73 ( 

IH, dd. J = 2.2, 8.8), 7.98 (IH. m). 8.17 (IH. d. J = 8.8). 8.24-8.32 (2H. m). 8 
.65 (IH. d, J = 1.5). 
[0 18 21 

mmm 9 9 

( (2Z) -2- ( (1- (3- ( (6- ^' o n -2- ^ -7 ^ ;v) >^ ;v ^ -(V) tJ y ;V) tf ^ 1; ^-4- ;V) 
^ 5 y )-3-y ^;V-2,3-v^ti Kn-1.3--^Ty-;V-4-'f )V);< i^y-)^ 
['fk 1 6 2 1 

Me 

99a) 4-((4-((T-bf-;i^:j-^-» ^ f-;V)-l,3--^T V-;V-2-'f ;V)T 5 y) tf^U y 

ffiSE#2 004-3099284 
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3-7'n^-2-^^V7'nif;v(5.0 g)*^f>^ifeW6a) iil^fillcLT, mfB'fl:'&«^(3.5 g)«r 

NMR (CDCh) 5: 1.39-1.48 (2H. m). 1.46 (9H. s). 2.05-2.11 (2H. m), 2.95 (2H. t. 
J = 7.8). 3.53 (IH. m). 4.02 (2H. br), 4.95 (2H. s). 5.04 (IH, d, J = 5.2). 6.4 
7 (IH s) 

99b) 4-( (4- ( H K n -> ^ ^;v) -1. 3-^ T V- ;V-2--f ;V) T 5 ^ ) t:'^ U >^ >-l-:«/ > 
^ tert-'/f'-'V 

^ife0!l99a)-C#7^.:'fk^%(l.O g) 3 -^-fb^ f->'V(0.35 ml) >6>^^ife^?J57b) t l^^t- bT, 
SIB'fti'&ife(0.92 g)*#^o ^ ^ , 

NMR (CDCh) S: 1.46 (9H, s), 1.50-1.61 (2H. m), 1.73-1.83 (2H, m). 2.91-3.05 (3 
H. m), 3.32 (3H, s). 3.94 (2H. br). 4.39 (2H, d. J = 5.7). 5.82 (IH. s). 
99c) ( (2Z) -2- ( (1- (3- ( (6- n n -2- ^ -7 f - ;V ) ;V ^ - ) n ^ ^ ^ ) ^ ^ 'J ^ -4- 

;V)^ ^ y)-3-^^;V-2.3--:^1i Kn-l,3-f-TV-^V-4--f ;l/)^ ^>'-;V 
^MW9b)-tr#y;<b^%(0.33 g)fc3-((6-^^^^-2-■^-•7■^;^)>«.;^*-;^)7'^/^•vm(0. 

NMR (CDCh) 5: 1.46-1.88 (4H, m). 2.88 (2H. t. J = 6.9). 3.04 (IH. m), 3.10-3.3 
0 (2H. m). 3.32 (3H. s). 3.55 (2H. t. J = 6.9), 3.76 (IH. m). 4.05 (IH. m). 4.40 
(2H, s), 5.83 (IH, s). 7.58 (IH. dd. J = 1.8, 8.4). 7.89-7.96 (4H. m), 8.47 (IH 

. s). 

[0 18 3] 

mitn 10 0 , . 

N- ( (1- (3- ( (6- ^ n n -2--^- 7 ^ ;v) ;v * - -JV) ^ n ^ ;v) 
-N-((2Z)-3-p«f-;v-i.3-^TV-;i^-2(3H)--f V r>)r^ V 

I4k 1 6 3 1 

Me 




100a) ^V):^^}^)^^')'^>-l--^>^'^^>^ tert-zT^)]^ 

4_(T5 y ^f-;V)tf^'J vV-l-^^VT^^m tert--:/-^>'V(lO g) ^ V^:t vT.:^^^^ 

v'^;v(6.3 mi)i!)^hmmm6a)tmm^i^-^^ mm^it^^io.o g)=s:^#/co 

NMR (CDCh) a: 1.07-1.23 (2H. m). 1.45 (9H. s). 1.65-1.89 (3H. m). 2.62-2.77 (2 
H. m). 4.03-4.17 (2H, m). 6.03-6.18 (2H, br). 

100b) 4-((i.3-f-TV-;v-2-<;v)T5 y ^^;v)t'^'; y>-i-:^?;v^'>m tert-r^;^ 

«^100a)-C#fc'fb'a-%(3.0 g)t^uuT^VT)Pr\:^ K(3.3 ml, A0%7K^m)^-hm. 

NMR (CDCh) S: 1.12-1.27 (2H, m) 1.45 (9H, s). 1.73-1.86 (3H, m), 2.69 (2H, m). 
3.18 (2H. d, J = 6.6), 4.11 (2H. m). 5.73 (IH. br), 6.47 (IH, d, J = 3.6), 7.09 
(IH. d, J = 3.6). 

100c) N- ( (1- (3- ( (6- ^ n n -2- f - -7 ^ ;V) ;^ ;v * - ;V) 7° n / JW) t: ^ 'J > -4- >f JV) 
p«f-;v)-i,3-^Ty-;v-2-T^ >' 

||Jfe^?!llOOb) 'Cn^i\:^m (1. 26 g) 1 3- ( (6-^^ n n -2-i- 7 ^ ;v) ;^ )^ * - ;v) t'o /n* VlSd 
.27 g)y5>f>^iSM46b) tlWJ^tlLT. MlB^k^tfd. 72 g)infzo 

NMR (CDCh) S: 1.05-1.23 (2H. m). 1.76-1.95 (3H. m). 2.51 (IH, m). 2.85 (2H. m) 
. 2.97 (IH. m). 3.19 (2H, d. J = 3.9), 3.54 (2H. m). 3.85 (IH, d, J= 13.8), 4.51 
(IH, d, J = 13.8). 5.44 (IH, br). 6.48 (IH, d, J = 3.6), 7.09 (IH, d. J = 3.6), 
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7.59 (IH, dd, J = 1.8, 8.7). 7.88 (4H, m). 8.46 (IH. s). 
lOOd) N- ( (1- (3- ( (6- n n -2-i- 7 ;v) ;^ ;v * - ^v) T'n / nV >f if U ^ >'-4-^ ;v) 

^^;V)_N-((2Z)-3-^ f-;V-1.3--^TV->'V-2(3H)--f U ■7'V)T5 > 

NMR (CDCh) S: 1.06-1.22 (2H. m), 1.73-1.82 (2H. m). 2.53 (IH. m), 2.82-2.96 (4 
H, m). 3.02 (IH, m), 3.27 (3H. s), 3.49-3.62 (2H. m). 3.87 (IH, d, J = 13.5), 4. 
47 (IH, d, J = 13.5). 5.85 (IH. d. J = 4.9). 6.48 (IH. d. J = 4.9). 7.59 (IH. dd 
, J = 1.9, 8.6). 7.89-8.01 (4H. m). 8.47 (IH. s). 
10 18 41 

mmm i o i 

6- ^ n n -N- (2- (4- ( ( (2Z) -3- ^ f - 3-f - T V- ;v-2 (3H) U 7* ) T 5 y ) -1- 1 ^ V 
I'fb 1 6 4 ] 

H O O 

6'b 

Ida) 6- n n -N- (2- ^ V -2- (4- (1. 3-f - T V- ;V-2--f ;v T 5 ^ ) -1- ^ 'J - -'l') ^ 
f-;^)-2-■:^■7^5' v>;<.;i/5j^>'T 5 K 

|IMfiJ88b) ■e#7t4- (1. 3-^T y- ;V-2--f ;i/) T ^ / 11°^ U ^-1-* )^ yB. tert-7*f- 
;V'(0.57 g) i:N-((6-i5'nn-2-:?-7-f-;i/)^''^*--'^)^*'-' ->>(0.6 g) ^ *ife'E«J46b) |W| 
filic U mmt^^ (0. 7 g) t:#f^o 

NMR (CDCls) d: 1.14-1.42 (2H. m). 1.78-1.96 (2H. m), 2.75 (IH, t, J = 11.0), 3. 
00-3.12 (2H, m). 3.62-4.01 (4H, m), 6.59 (IH, d, J = 3.6), 6.98 (IH, d. J = 3.6) 
, 7.53 (IH. d. J = 7.0). 7.68 (IH, dd. J = 2.2. 7.0). 7.86-7.94 (2H. m), 8.10 -8 
.23 (2H, m), 8.49 (IH, s). 

101b) -N- (2- (4- ( ( (2Z) -3- ^ ^ ;W-1 . 3-^ T V- ;V-2 (3H) --f U 7* » T ^ ^ ) -1- 

e^i; y^;V)-2-:t^V-3:--f-^V)-2-'t-7 ^ V > T 5 K 

. ®|B'fk^lf(0.29 g)^nfZo 

NMR (DMSO-de) d: 1.20 (IH, m), 1.39 (IH, m), 1.55-1.72 (2H, m), 2.80-2.92 (2H, 
m), 3.13 (IH, m), 3.13 (3H, s), 3.61 (IH, m), 3.78-3.90 (3H, m), 6.18 (IH, br). 
6.91 (IH, br). 7.68 (IH. dd, J = 2.2, 8.8), 7.84 (IH, t. J = 5.6), 7.92 (IH. dd. 
J = 1.9, 8.8). 8.10 (IH. d. J = 8.0). 8.17-8.24 (3H, m). 8.49 (IH. s). 
[0 18 5] 

mmm 102 

2- ( ( (6-^^ n n -2-:^ 7 ^ ;v) :^ ;V ^ - ;v) (2- (4- ( ( (2Z) -3- ^ ^ 3-^ T V~ )^-2 (3H) - 
Ut'^T^ y)-l-e^'J v:^;V)-2-:t^yj-f-;v)T5 >')T-t hT5 K 
Hbl 6 51 

102a) 2- ( ( (6- n n -2- ^ 7 ^ ;V ) ;V * - -'l') (2- ^ V -2- (4- (1. 3--^ T ;W-2- 4 ;V 
7 5 / )_l_tf^ij y ::^;V) j:.^;v) T 5 y ) T-b h T 5 K 

^]6&^88b)t?#^c4-(1.3-^TV-;i'-2--f ;V)T 5 ^ if^U V>-l-iJ tert-Zf^ 

;K0. 57 g) i: N- (2- T ^ -2- ^ V f - ;v) -N- ( (6- iJ' n n -2- 7 ^ ;v) X ;v - pv) 'J 

miE#2 004-3099284 
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NMR (CDCI3) S: 1.21-1.42 (2H, m). 1.89-2.05 (2H. m)..-2.86 (IH, m). 3.16 (IH. m) 
3.72-3.82 (4H. m). 4.10 (IH, m). 4.36 (IH, d, J = 2.8). 6.61 (IH, d, J = 3.6), 

7.00 (IH, d. J = 3.6). 7.16 (IH. br), 7.58 (IH. s, J = 6.8). 7.70 (IH, dd. J = 
1.8. 8.8). 7.93 (IH. dd. J = 1.8. 8.8). 8.02 (H, br). 8.10 (IH. d. J = 8.8), 8.2 
0-8.25 (2H. m), 8.55 (IH. s). , „ 

102b) 2- ( ( (6- n n -2-:^ 7 ^ ;!-) 7. ;v * ^ ;v) (2- (4- ( ( (2Z) -3- ^ ^ ;v-l , 3- ^ T V - ;V-2 

(3H)-'f V r>)r^J)-l-\^^') v:=-;v)-2-:t^VJ^^;v)T5 y)T-b hT5 F 
^M^102a)-e#fc'fb^t/(0.62 g) ii 3 '^'fb^ f-^KO. 15 vi\)i)^hmMm57h) tWim^l^'^ 

NMR (DMSO-de) $: 1.28-1.58 (2H. m). 1.68-1.84 (2H, m). 2.93-3.08 (2H, m), 3.15- 

3.30 (4H, m). 3.75 (IH. m). 3.83 (2H. s), 4.03 (IH. m). 4.36 (2H. s) . 7.14 (IH. 

s), 7.70 (IH. dd. J = 2.0. 9.0), 7.94 (IH. dd. J = 1.9. 8.8), 8.11 (IH, d. J = 8 
.8), 8.19-8.27 (2H, m), 8.56 (IH, s). 
[0 18 6] 

mum 10 3 

l-(3-((5-^ n n-iH-^ > K-;v-2-^ ;v)>^;v*:::.;v)-/a^NV ;i/)-N-((2Z)-3-^ ^;v-l 

. 3-f - T V- ;v-2 (3H) V ry)-A-\£^') =Jy7 ^ > 2 mm^ 

[<k 1 6 6 1 

H 6'b ^ 

103a) 5-^nn-2-((3-:3-^V-3-(4-(l,3-^TV->'V-2-^;VT5^)-l-tr-^U^^-;V')7' 
nt:;v)x;v*-;V)-lH-^ > )V^ym 

|IM^J88b) -C#/c4-(l. 3-^7 V- ;V-2--f ;VT ^ / ) ^^'} >-l-:* tert-yf- 
;i/(0.57 g)i:3-((l-tert--rh^'>3&;V'i?-Ji')-5-i^Dn-lH--f V K-;V-2->f ;v);^ JV* 
-;vyn>'^>m(0.77 g):6^(bllifeW6b)a:|Wj»tiL-C, MIB'fb^^ (0. 64 g)=Sr#7to 
NMR (CDCI3) 5: 1.39-1.64 (2H, m), 1.74 (9H, s), 2.03-2.20 (2H, m), 2.90-3.03 (3 
H, m), 3.25 (IH. m) , 3.62 (IH. m). 3.84 (IH. d, J = 14.2), 3.95-4.10 (2H. m). 4. 
29 (IH. d, J = 14.2). 6.49 (IH. d. J = 3.6), 7.08 (IH. d, J = 3.6), 7.37-7.52 (2 
H, m), 7.66 (IH. m), 8.00 (IH, d, J = 8.8). 

103b) 5-iJ^nn-2-((3-(4-(((2Z)-3-^^;V-l,3-^TV'->'V-2(3H)-^ ^)r»T<y)-l- 
e^U V^)\^)-3-t^v:fu t:';v)>?.;w^-;v)-lH-'f > V-jv-i-ij )V:^>m. tert-^^ 

. @lfi<l:^«^(0.32 g)=Sr#/Co ^ ^ _ ^ 

NMR (CDCI3) S: 1.45-1.64 (2H, m), 1.64 (9H, s) . 1.75-1.87 (2H, m) . 2.90 (2H. t. 
J = 6.6). 2.99 (IH. m). 3.04-3.31 (2H. m). 3.25 (3H, s), 3.68 (2H, t, J = 6.6), 
3.78 (IH, m). 4.08 (IH, m), 5.84 (IH, d. J = 4.8). 6.45 (IH, d. J = 4.8). 7.13 

(IH, s), 7.31 (IH. dd, J = 1.8, 8.7), 7.40 (IH, d. J = 8.7), 7.68 (IH, d, J = 1. 

8) 

103c) i-(3-((5-^nn-iH->f y K-;v-2--f ;v);^;v*-=^jv) •/a>'^v ;v)-N-((2Z)-3-^ 

f- )V-1 3-^ T V- ;V-2 (3H) --f U T' ^ ) -4- tf'^ U y V T 5 V 2 

NMR (DMSO-de) 8: 1.48 (IH. m). 1.69 (IH. m), 1.86-2.01 (2H, m), 2.63 (IH, m), 2 
68-2.82 (2H, m), 3.12 (IH, m), 3.40-3.50 (3H, m), 3.67 (3H, s), 3.87 (IH, d. J 
= 13.5), 4.25 (IH, d, J = 13.5). 7.10-7.18 (2H, m). 7.34 (IH. dd. J = 2.1, 8.6), 
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7.48-7.61 (2H. m). 7.80-7.91 (IH, m). 9.70 (IH. d, J = 7.7). 12.63 (IH, s). 
[0 18 7] 

^m^i 10 4 _ 

N- ( (2Z) -5- ( (4- (3- ae-^uu -2-i- 7 ^ ;v) ;^ ;v ^ - ;v) y nV ;v) -1- tT 9 - 
^^;l')-3,4-v^^^;V-l,3-^7V-;V-2(3H)--f ij7->)-N-^^;VT5 > 
Utl 6 71 

N [I >=N 
Me 

104a) N-((2Z)-3.4-y^^;V-l,3-^Ty*-;V-2(3H)-^ U ■7'^^)-N-^ f-;VT 5 > 

^M^85a) -e#/i ^ (4-p< ^;v-i, 3-f- r y'-;v-2-'f ;v) r 5 >' (8. o g) t a '^7>fk^ 

;v (7. smi):b-h ^mmih) tmmzLx. mmit^m (2. 8 g) ^^n^^^^mmm tLx 

NMR (CDCI3) d: 2.08 (3H. s). 2.99 (3H. s), 3.23 (3H, s). 5.53 (IH, s). 
104b) (2Z)-3,4-yp?^;i/-2-(^f-;v-f ^ y)-2.3-^^t Ko-i,3-f-Ty-;V-5-*;VA;V 
ft K 

||i£^104a)t?#^'fb'^J^(1.0 g)i:DMF(1.0 inl):d^^*i&^67a) i:!Wj#t* LT. MsB'fb'& 
!fe(0.76 g)'Srt#/v:o 

NMR (CDCI3) 5: 2.49 (3H, s), 3.06 (3H, s). 3.38 (3H, s), 9.71 (IH. s). ^ 
104c) N- ( (2Z) -5- ( (4- (3- ( (6- n u-2-i- 7 ^;i/) ;V * - ;V) -fu^^y-f )V) -l-li 7 ^ 

-;v)^^;v)-3,4-s^^f-;v-i.3-f-TV-;v-2(3H)-'i' ry)-ii-y^)^T ^ y 

mmmmh)xnfz^t^m{0.3A g) i:*i&^3a)-C#fcl-(3-((6-^ ^^-2-:^7^;^);^;V 
,j.-;v)7'u/nV^;v) tr^vv:^(0.73 g)(^i,2-v^'nnji^ >M(10 ml) i::I^m(0. 14 
mOt hVT-bh^v7K*'fb>J^'>®^:^> V'>-i^(0.64 g)*iPx.. 12^^*^itS-^7to 

jg^l^^ i^Jg%Sr->'; 5!7<^;V*7A-Cfflt^tTMIfi'fb'&«^(0.76 g)^#/^o 
NMR (CDCI3) S: 2.04 (3H. s). 2.36 (2H. t. J = 5.0). 2.44 (2H, t. J = 5.0). 2.87 

(2H. dd. J = 7.0. 8.0). 3.00 (3H. s). 3.25 (3H. s). 3.35 (2H. s). 3.46 (2H. t. 
J = 5.0). 3.50-3.60 (4H. m). 7.60 (IH, dd. J = 1.8. 8.8). 7.92-7.98 (4H. m). 8.4 
8 (IH, s). 
10 18 8] 

10 5 V ^ s o 

2- ( (4- (3- ( (6- a n -2-:J- 7 f - ;l/) >^ ;v * - ^V) n /nV >f ;V) -1- tf ^ 9 y - ;v) ^ -iv) -3 

f-;V-5.6-yii KnW' ^ rv^[2. 1-b] [1.3]-^T V--'^ 
iitl 6 81 




00 

105a) 3-p«f-;V-5,6-v?li Kn^ ^ ^^yl2.1-b][1.3]^T 

ya^T-fe > >'(25.0 g)fcJ^^V>'^:4-m^(12.4 g)*^f>|IMW6a) t IH^i- LT. Msi 

NMR (CDCI3) ^: 2.11 (3H. s). 4.27-4.38 (4H. m), 6.55 (IH, s). 

105b) 3-^^;V-5.6-yii Kn^ ^ ^V[2. 1-b] [1.3]^T y-;w2-:^ ^V/n*;^^!^ K 

mMmio53i)xntzit^mii'0 g)i:DMF(i.o mD^^hmMmei^dtmm'i^x, m^it-^ 

J^(1.17 g)^ntZo 
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^-i^ : 102/ 



NMR (CDCI3) 5: 2.40 (3H. s). 3.90 (2H. dd. J = 8.0. 9.6). 4.35 (2H. dd. J = 8.0 

. 9.6), 9.57 (IH, s). . s , 

105c) 2-((4-(3-((6-:J^nn-2-:?--7^;V)^;V>J.-;V)^n/NV^;v)-l-li--7V-;V)^ 

^;v)-3-^f-;v-5.6-vt Fn^5^V'[2,l-b][1.3]^TV*-;V 

«^105b)-e#fc>fk^t>(0.34 g);0-«b«^104c)i:|fI#t'Lr. ffl|B>fl:^t) (0. 34 g)Sr 

m (CDCI3) 5: 2.07 (3H. s). 2.33-2.49 (4H. m). 2.80-2.94 (2H. m) 3^33 (2H. s) 
3.43-3.59 (6H. m). 4.04 (2H. t. J = 9.4), 4.30 (2H. t. J = 9.4). 7.60 (IH. dd. 
J = 1.8, 8.8), 7.88-7.98 (4H. m). 8.47 (IH. s). 
10 1 8 91 

Jf(MM(V^nD-2-f-7-^;v)^;v*-^v)^n/N-y-^;v)-i-e-<9i^-;W^^^v)-3 
-p«f-;V-6,7-vt KD-5H-[1.3]^TVn[3.2-a]ti°V 5 v> 
1 6 9 1 

O O ^""^ 

106a) 3-^ f- JV-6. 7-y li Kn-5H-[1. 3] -^T V'n [3. 2-a] H° _ 

yn^T-t h >(25.0 g) i:yntrv>f-:^^^(15.0 g) "b *i&t^46a) iiR^lcLT. S 

NMR (CDCh) 5: 1.84-1.96 (2H. m), 1.99 (3H, s), 3.45 (2H, t. J = 5.8). 3.66 C2H 
t J = 5.8), 5.33 (IH, m). _ 

i06b) 3-^f-;V-6,7-vH Fn-5H-[1.3]^Tyn[3,2-a]eU 5 ''±'^''''^'''1.^,^^ 
nmmmBdX-ntiit^mil.O e)tm(.7.0 inl):d^^mMWa)^IWI»l^L-C. ®sfi1t:c3 

2^(5.84 g)^r#/v:o , , ^„ ,„„ ^ _ _ 

NMR (CDCh) 5: 1.98 (2H. dt. J = 5.6. 6.0). 2.37 (3H. s). 3.53 (2H. t. J = 5.6) 

. 3.78 (2H, t. J = 6.0). 9.71 (IH, s). 

106c) 2-((4-(3-((6-i^nn-2--^7-5^;i');^;v*-^V')-/a^-^°^^^l^)-l-'^^^'-^-'""^^ 
^jV)-3-^^)V-6.7-^J^ ^'°-5H-l^l'33^7^-^'°t3,2-a]tfU 5>^> 
mM'^106b)-C#/c'fb^tj(0.55 g)^>f>^ife^l04c)iil^#t'L-C. MlB>fb^tJ (0. 51 g) «r 

NMR^Wb) 5: 2.05 (3H, s). 2.35 (2H, t, J = 5.1), 2.44 (2H t J = 5-1). 2^85 
(2H. t. J = 8.1). 3.34 (2H, s), 3.44 (2H, t, J = 5.1), 3.49-3.58 (8H m 3.77 
(2H. t. J = 5.1). 7.59 (IH, dd, J = 2.1. 8.7). 7.88-7.96 (4H. m). 8.46 (IH. s). 
[0 19 0] 

ff(?7) s-(V(3-((5-i^nn-iH-^ > F-;W2-^ ;v)x;v4^^-'^)^a^^°^ ^ ;v)-l-ii°^ 
Kb 1 7 0 1 

107a) 4-(((2Z)-3.4-v^>f-;V-2-(^f-;V^ 5y)-2.3-yii Kn-1.3-^T'./-;V-5-'f 

*M'Nl04b) X-mz (2Z)-3, 4->^^ ^;V-2-(^ 5 y )-2. 3-^^ ^' T^^lii: 

f^ZjVvr\^ K(0.41 g)i:t'^95;>'-l-*^^^>®^ tert-:/^;K0.45 g)*^'b^ifem 
04c)tl^^t-bT. MiB'fl:'&tf(0.64 g)«:«Sfe@^i:LT#;to 
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NMR (CDCI3) S: 1.46 (9H. s). 2.04 (3H, s). 2.39 (4H, t, J = 5.1). 2.99 (3H. s). 
3.24 (3H. s). 3.35 (2H, s), 3.43 (4H. t, J = 5.1). 

107b) 5-i5'nD-2-((3-(4-(((2Z)-3,4-vP^^-'V-2-(>Jf-;V'f ^ y)-2,3-vli Vu-l,S-^ 
TV"*-;v-5-^ ;v)^^;v) \£^'7-J>-l-^ ;v)-3-:^^ v -/n if ;v);<.;v*-;i/)-lH--f ^ K 
tert-'7'f-;v 

^Jt^ 107c) 7t 'fb'g'^ (0. 34 g) i: 3- ( (1-tert- h ^ ;v ;v) -5- n n -lH--f. > 
K-;w-2--f ;v)>?.;i'*-;vyn/>?>'m(0.39 g)^-ib^MW6b) fcTOt^t-c, Mffi'Tk-a-!^ 
(0.40 g)=Sr#fc:o 

NMR (CDCI3) $: 1.73 (9H. s), 2.05 (3H, s). 2.32 -2.46 (4H. m). 2.91 (2H, t, J = 
7.6). 3.00 (3H, s). 3.24 (3H. s). 3.35 (2H. s). 3.44-3.58 (4H. m), 4.04 (2H. t. 
J = 7.6). 7.44 (IH, dd. J = 2.2, 9.0). 7.51 (IH. s). 7.65 (IH. d. J = 2.2). 8.0 

0 (IH, d. J = 9.0). ^ ^ ^ 

107c) N-((2Z)-5-((4-(3-((5-i^na-lH-^ > V-)i'-2--()l^)7.)V:^.=-)l')zfu^-^yy()V)- 

i-t:^7 v-;v) ^ f-;i/)-3.4-ypf ^;i/-i,3-f-T v'-;v-2(3H)--f v t'^-n-^ ^;vt ^ 



NMR (DMSO-de) 8: 2.34 (3H. s). 2.77-2.92 (4H. m). 2.97-3.13 (5H. m). 3. 32-3. 69 
(6H, m). 4.04 (IH. m). 4.30 (IH. m). 4.47 (2H. s), 7.16 (IH, s), 7.35 (IH. dd, J 
= 2.1. 8.6). 7.51-7.66 (2H. m). 7,81 (IH. s). 10.57 (IH, br). 12.67 (IH. br). 
[0 19 1] 

4- (3- ( (6- n n -2- f - 7 ;v) ^ ;v * - ;^) n ^-^ y ;v) -N- ( (2Z) -3-^ ;v-l, Z-^ T V 

mm] 

o o ^» — ^ 

108a) K) v^>-l-*JV*'^^ tert-^f-^V 

^ l^'^9v>-l-3(7;V#>'m tert-:/f^;v(WO 0214271: 2.0 g) t V '>T >'m 
^>y>f ;v(l,34 ml):d>^||J(ll^66a)i:|WI;jttiL-C. aiB-ft-a-i^ (2. 34 g)^'^fZo 
NMR (CDCI3) 5: 1.46 (9H. s), 2.56 (2H, m), 2.99 (4H, m). 4.08 (2H, br), 6.41 (1 
H, br), 7.03 (IH, Br). 7.32 (IH, s). 

108b) 4-(l,3-^TV'-;V-2--f ;i/)T5 y t'^^v^V-l-^^l^sKV®? tert--:?'-^;V 
I^Jfe-e^lIlOSa) •^mftit^m (2. 3 g) i: iJ' n n T -fe h T ;Vf K (2. 2 ml . 40%7Ki#fl?t) ^ ^ 
ifeM46a) h LT. MtZit^mi.!. 83 g) ^#/Co 

NMR (CDCI3) <5: 1.47 (9H. s), 2.83 (4H. br), 3.55 (4H, br). 6.61 (IH. d. J = 3.6 
), 7.15 (IH. d. J = 3.6). 

108c) 4- (3- ( (6- n n -2--^- -7 ^ ;v) ;^ ;v * ^ ;v) n /nv 'f ;v) -N-i, 3-f - T JV'-2- < 
;utf^7>^^-l-T 5 > 

Hifel^fl 108b) X-mzit^m (1 . 83 g) i: 3- ( (6- n n -2- ■:^ -7 ;v) X ;v * - ;!/) •/ o > m (1 
.92 g):0^?>^MW6b)tl5lfi|tcLT. MfB^fb^^i/ (2. 42 g)=S:#/io 

NMR (CDCI3) 5: 2.80-2.92 (6H, m), 3.53-3.67 (6H. m), 6.18 (IH, br), 6.63 (IH, d 
, J = 3.6), 7.16 (IH, d, J = 3.6), 7.59 (IH, dd, J = 2.1. 9.0). 7.88-7.96 (4H, m 
). 8.47 (IH. s). 

108d) 4- (3- ( (6- ^ n n -2-:^ 7 ;v) 7. ;v * - ;v) T'n ;v) -N- ( (2Z)-3-> ^;v-l, 3- 

Hi&l^lOSc) ■e#/c:'fb'&-Jfef (0. 50 g) 3 'i7>fb^ -f-^V (0. 10 ml) id* h %W^%Td) t l^'C 

ffiSE^ 2004-3099284 
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NMR (CDCh) ^: 2.68-2.74 (4H. m). 2.86-2.91 (2H. m), 3.28 (3H, s). 3.50-3.59 (4 
H, m). 5.88 (IH. d. J = 4.5). 6.41 (IH, d. J = 4.5). 7.59 (IH. dd. J = 1.5. 7.8) 
. 7.90-7.97 (4H. m). 8.48 (IH, s). 
[0 19 21 

mMM 10 9 s 
2- ( (2Z) -2- ( (4- (3- ( (6- n D _2--^- -7 ^ ;v) ;v * - ;v) ^ a ^-^v ;v) -1- ^ 7 V - ;v) 

^ 5 y ) -1. 3-f- T V- ;v-3(2H) ->f ;v) y - ;i/ 
HE 1 7 2 1 

k^5='*^v:5S^S'^"'"^N^ CH2CH2OH 

*M^Jl08c) fzA- (3- ( (6- n n -2-:h 7 f - ;v) ;^ ;v * - ^v) -/n /NV ^ ;v) -N- (1. Z-^T 
V- ;v_2-^ ;v) tr^ 7 >-l-T 5 > (0. 50 g) 2- 3 - tJ' y - (0. 28 ml) 36^ h nmm 
57b)i:|W]«ltCL-C. ®ffi^b'^%(0.28 g)^#/wo ^ . . 

NMR (CDCh) $: 2.70 (4H. m). 2.87 (2H. t. J = 8.2). 3.52-3.60 (6H. m) . 3.88 (4H 
. s). 5.92 (IH. d. J = 4.4). 6.43 (IH. d. J = 4.4). 7.59 (IH, dd. J = 1.8. 8.8). 
7.93-7.97 (4H. m), 8.48 (IH, s). 
[0 19 3] 

mMM 110 , . , , 

2- ( (2Z) -2- ( (4- (3- ( (6-i^ n n -2-^ 7 ^ ;i') >^ ;v >^ ^ -(l^) /nV ;v) -1- 1 -7 v - ;i/) 
^y)-1.3-f-Ty'->'W3(2H)--f;V)T-b>T^ K 
['fk 1 7 3 1 

k^J==^Vj;^S'''^^-^N^N-N CH2CONH2 

>/_;V_2-^ ;v) tr^ 7 i;y-l-T 5X0.50 g)i:2-3-KT-bbT$ F(0.30 g)>&-e>^ife 
|?!]57b) tlWI^Itt^t-C. miMk'^tf(0.25 g)4r#^Co 

NMR (CDCh) a: 2.66-2.76 (4H. m). 2.87 (2H, t. J = 7.8). 3.53-3.58 (6H, m). 4.3 
0 (2H. s). 5.36 (IH. br). 5.98 (IH. d. J = 5.1). 6.52 (IH, d. J = 5.1). 6.95 (IH 
, br), 7.58 (IH. dd. J = 2.1. 7.8). 7.89-7.96 (4H, m). 8.46 (IH, s). 
[0 19 41 
111 

(3Z)-7-(l-(3-((6-i5' ^^-2-:^7^J^)>?.;^*:-->^) -/n^ty ;v) ;v)-3- 
(pi^;v^ 5y)-6,7-i^li Ka[i,3]^T:/n[3.4-a]tr9-:^>'-8(5H)-:^->' 
[jb 1 7 4 1 



111a) 2-(^^;vT5 ^)-i,3-^TV-;v-4-:^;v**>'m^^^i' ■ 
:fn^t:°;nf >®^j.-?^;i'(lO g) fcN- ^^-^^-^^ '^^i&^^ea) tR#t-L'T> ®Bfl1t; 
>^J^(6.42 g)«r^^ll'feP#t UT#^o ^ ^ ^ 

NMR (CDCh) 8: 1.37 (3H. t. J = 7.1), 3.01 (3H. d. J = 4.9). 4.35 (2H. q. J = 7 

.1). 6.48 (IH. br). 7.40 (IH, s). . ^ .4*-,, 

111b) 4-((2-li Kni^vJif-;V)((2-(.^^;VT5^)-1.3-f-TV-;W-4--f ;V)*;i'*-;V' 
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-bV;V(lO ml)^'^t^^L. WSC(1.45 g)hH0Bt(1.16 g)^Jn^fv:o KJS^tC4-((2-li K 
n^vj:.-^;i/)T5 tert-r-^;v(1.24 g)> N-hU^f-;V'> 

U;VT-fehT5 K(2.65 g)^ iti'^ V J^^;VT$ Xl.40 ml) c^T-fe h ^ h V ;V^T^=lrin 

y ^-r^mm^xmmit^mi.o.m g)=^^«-fe@#:i: x^xntzo 

NMR (CDCI3) 5: 1.46 (9H. s). 1.72-1.90 (4H. m), 2.74 (2H. br), 3.99 (3H, d, J = 
5.2), 3.60 (2H. m). 3.78 (2H, m). 4.18-4.24 (3H. m). 

111c) 4-((3Z)-3-(^-^;v^ 5 y)-8-jf^V-5,6-vt Kn [i,3]^7y'n[3.4-a] tf^i^V 
-7(8H)-^ ;!/) 11°^ V -Jy-l-ij n^yi^-yW. tert-y-^;V 

^M#BlHb)-e#yi:'fb^!©(0.80 g)h2,&-)V^Vy{{).U mDoy^^nn^ >^|^(20 ml 
)t--40t:"eh U 7;v^-=E^ ^>';^;v>j>>'@||fiE7X'^(0.38 mI)=^inx./c:o >RJS:»fl^^lBtF^3&^it 

^^L, 4te7fcmm-^ h U '^7i^-e^i^L7to -^iK^^^L. ^^JiJ'Iri^U *'^;V?!7 7At?Jii 

NMR (CDCI3) d: 1.47 (9H, s). 1.55-1.70 (4H, m), 2.76-2.89 (2H, m), 3.01 (3H, s) 
. 3.49 (2H, t, J = 5.2). 3.84 (2H, t, J = 5.2), 4.24 (IH, d, J = 12.2), 4.71 (IH 
, m). 6.91 (IH. s). 

llld) (3Z) -7- (1- (3-( (e-^' n u-2-i- "7 •^;v) X ^ ;v) /nV ^ ;v) t:^ V v >'-4-'f 
;V)-3-(>-^;V-f 5 y)-6.7--:^t Fn[l,3]^TV*n[3,4-a]li°7 v>'-8(5H)-je-> 
*ifef?!llllc) -C» /c^fb-^tJ (0. 34 g) 1 3- ( (6- n n -2-± 7 ^;v) ;^ ;v * - ;v) y n 
^MW6b) t|W|«lctT. MIB'fk^t>(0.34 g)=^4ft'feS#:i:LT#7to 
NMR (CDCI3) (J: 1.51-1.83 (4H. m), 2.62 (IH. t. J = 11.7). 2.80-2.95 (2H. m). 3. 
00 (3H. s), 3.18 (IH, t. J = 11.7), 3.43-3.48 (2H. m). 3.50-3.63 (2H. m). 3.81-3 
.83 (2H, m), 3.96 (IH, d. J = 14.1), 4.68 (IH, d, J = 14.1), 4.80 (IH, m), 6.91 
(IH, s), 7.60 (IH, dd, J = 1.8, 8.7), 7.88-7.95 (4H, m), 8.47 (IH, s). 
[0 19 51 

mm I 

*l§§giCi5ltS^ (I) xm^fL^it^mtfz\t^(D^^:^^^^}i\^X^^^^FX 

mm^xiW^ t fz \± mm ^^mim^m^ ^fe Wnii if ^ ^ v> ^ ^ ^«tr ^ ^ o 

1. 

{I) mMmi 2-QnhfLtzit^m i2 0mg 

(2) 9^h-J^ 210mg 

(3) ^^^-fejvn-;;; 2 7mg 

(4) 7.7-r^)yny<r^i/r^A smg 

1 *7'-b;V 3 6 Dm g 

(1) . (2) h (3) isaxf (4) (D 1 / 2 ^mMx^fz^ik. mm\:'^^o ^fi\zi^^<o 
(4) ^isak.X'^^^^i'7^yij-f^^'kzmx-r^o 
2. *-/-fe;i^^j 

(1) Hi&f^B 3-C#t,tt/i'fl:'g-!^ 12 0nig 

(2) h-;^. 2 1 Omg 

(3) ^^B^H-fe-'^n-j;^ 2 7mg 

(4) >'^-y'i5'-;f,->-j7 A Smg 

1 iJ-f^Ji/ 3 6 Omg 

(1) , (2) t (3) feilF (4) <^ 1/2 =Srti«L:fem. jS^'ft-T-So C:njcjil5<^ 
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(4) ^Mx.X^^^^9^>iJzf^)\^ii'mx-t:ho 

3. ^^J 

( 1 ) mmm 1 2 x-n h arz^t^m 1 2 0 m g 

(2) 7^h-^ 174mg 

(3) 5 4mg 

(4) ^l^#tS-fe;vn~;^ 10. 5mg 

(5) ;^XTU V^-^^;^. A 1. 5mg 

1^ 3 6 Omg 

(1) . (2). (3). (4) (D2/3i5xxf (5) <Dix2^mmLfz^k. mmt-r 
^on^(o (4) ^xz/ (5) ^^<Dmm^uax.xm^nzms.mmir^o 

4. i^^j 

( 1 ) mmm s 3 x^^hfitzit^m 1 2 om g 

(2) h-:^ 1 7 4mg 

(3) 5 4 mg 

(4) MilS^'b-'Vn-x 10. 5mg 

(5) X-rT V >m-7^^:^.'>'t^ A 1. 5mg 

lis 3 6 Omg 

(1) > (2). (3). (4) 0 2/3:BJ;tF (5) <^l/2=^?I>fnLfv:#:. ^S^b-r 

^on*)<D (4) isir;? (5) ?rc:oii3gr(ijnx.T|g»Jtcunffi^M't^o 
»J^J 2 

B^-ftltffi^^TKS Oral tC^iSMl 2-e#e>tL7t>fb'^%5 Om g^mm\^fz^^. BM 
^M^M^yK'^iUkX 1 0 Om 1 ti-So ^(DmWi^mm^i^TX^ML. ^^ic^<O^T£ 

[0 19 6] 

^mi^o 1 

(1) \^v^mts!sLmmmf^xmi^ (fx a) Mf^^ 

0 ^^mmmm (phs.s) 2 2 s fi (^mt^m^'y^^^^^^^ji^y 

^^'yVizmm) 5;« IRXJ^}^ YFXa (0.3unit/ml) 10/ul ?rt)Px.T3 7 
■CTf^l O^F^M«$-*:^^m^ &® (3mM. S- 2 7 6 5) 1 0 // 1 ^^tP LT 3 7 t: 
-CI OiS-^KC&^-iJr^Co ^V>T% 5 0%i^^7R2 5// 1 ^Mx-X Rm^:W±^^fz^. 

1 cs 0 ) ^nmLfzo 

[0 19 7] 

(2) In vitro^@B#f^il!l5fefe 

( 2 - 1 ) ^H^^@^^ (PT) m^m : 

Vmm (DIAGNOSTICA STAGO) ^^Mv^ SillifiL?£^@B#P^ill^^g (STA compact, DIAGNO 
STICA STAGO) J: M^L/Co t bjE#« (ffl^H MflLlgFFP, ^Tlc-fb^X^) 97^ 1 

KmmsM^^^i^^- 37x:x4^m^mimM.Lfzo ±is«50;/ucmu. •^'-tWE^fi^^m 

^;VX;V5}^^v' K (DMSO) tl^flLT'KM L7^c„ ^@^ra2f&MS^Jgt±, ^^O-ft*? 
(2-2) l*lEg^M^FBl (APTT) tl05cfe: 

STA-APTT-LT (DIAGNOSTICA STAGO) «rffiv^ SljjjfiLf£^@NFF^ffi!l5e^et- J: >? M^Uf^ 
>?#?K*50;t/ 37'C-C4:^F^^'ltWL/Co 25 mmol/l <7)CaCl2^r^50A« 1=^-^*0 b 
i± (2-1) i:|Wimic#tHL/Co 

(2-3) yr3>}£>mmmfii m m^m: 

V^T^yj-Y (DIAGNOSTICA STAGO) trffl g I&Jfll?8L^@^ffliliJ5e^e J; ' 

aiiE#2 004-3099284 
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OJc^ifLT^ffiLyiro '«@B#^2^&3^^^K{i (2-1) t mic^ffi L;^Co 
[0 19 81 

(3) Ex vivo J^ll^p^iiy^?£ i-^^::^) 

(3-1) mmm-^: 

mmCR'^^:^ (25 - 35g, B^^UT) ^^MLfZc ^> V ^ - )l' (50 mg/kg 

, i.p.) iftffitTicT. mmmx^mm^s miAig<DmSi-^M^m^^Lfzo ^-^s^mz, m. 

U±W]Wii>l^<ii'tM2:'0 3.8%i^j^ymi-V')'y'^ \h7t\^Um) 1/10# 

tC-CO.8 ml^JfiLL. 3000rpmt?15^S-M^t'l:^L«^#f^o ±fBM50A^ U^M -^-y-^M 
S5^ffiii^hn:/sK7°5;^f->^m^lOO/zimjjnL/^f^. M©tT'CO^^^iiJ^L/io 

^ratipmai (diagnostica stago) ^^v^, ^W}sSB.mmmmmwmmm (sta compact) 
izxy)m^vfzo mmiii^^^)\^r'thT 5. rti/io mmt^m^m^m,%-Lfzmwi 

(Dmm^m<oit (%) -Q^vtzo 
(3-2) mn^-^ : 

mmcR-^^y^ (25 - 35g, B^^vr) i:j^mLfzo i2wmi>J^±m^Lfz-7^:;^i,zm 
mi/kg<Dm-mzrmmmn^^Lfzo ^^mmm^^y h^^^i^^^^-ji' (somg/'kg 

, i.p.) BW!'TKxmU±W}B.J:^^UsbLLfzo ^%{±0. 5%^ f-;Hr;vn LT 
-ffifflL. MMmziim^<D^t>^i,zo.5%j<9-)V^)i^u~:;^^^^]^tzo ^omt (3-1) 

[0 19 9] 

(4) In vivoilLlfiL#:f^fflSlJ^S 

(4-1) 9 M&i^ffii'^^ hi£ : 

Umetsu h<DljWi (Thromb. Haemostas. . 39, 74-73. (1978)) iCi^Df^o M^SD^^ y 
V (200-350g, 03^i^ IxT) ^fflV^, (50 mg/kg, i.p.) ^^Ti^T 

^Ltio iia.WMm'^W Cfztb^ ^a6^:3.-yi*l^c^y^°1; > (50U/ml) i^tt^m'k^:^'^: 

mtzvfzo !Si\^^i5^mnw^-^. ^<omizm^KnmLfzm.^<DmMM^m^vtzo m 
<^(Dm^iimn^^\^>iimm.m^izxn^tzo mnist^<D^^, m^iio.5%^^)v^ 

<Djk^mmmi,zM-r^mm^^m<DmmM<Dit (%) -cjimL^o 

( 4 - 2 ) 9 y h m^±»M^^3^^^^ 7*;^ 

4lttSD^9yh (200-400g. B^^^UT) ^^mLfzo ^> >/N*;Vlf ^ (SOmg/kg 

,i.p.) mmT\,zxmu:kmm^Tmzmm\^fz^k. mui<:mm<Dwmm^i^w^isxzf^ 
masrfm.<Dm'<z-^^:A>if^ mi<z$):h^:^^-t^xm^vtzo :&±mmmixy)^-^)v->i^ 

-r-7-}\' (Fogarty 2F, Baxter) =£r#XL> 23^<^^(7)FB^^200-300inlcO^^t?j^f5 t-iJr/c 
A;i/-;^-e3lll^«Lyt:o ^N';V'->':^7--7^;V=^fe§. l^M^9-lld^^tC:6-tt/w^^26GO#f 
h~m\z^hft-W^. #=£:IX.tJl^< C:tT-f|S:9-^|^=Srf^^U7to 30^^, d l:*:0:?f% =£:^ 
U^. 2-^(T>^(Of^\,zx^fzM.^-^'T^\z^^\^. Mi^<n>m.'MM.^mM¥s^5^^im (BPiio 
S, Satorius) tcii^M^L/^o ^i^<^S-^f±^Pab-2) VMiS^mrtS-^lCT (4-1) iiTO 

iw^Tc/co mm(r>^'m% (4-i) tTOt-LT^tiiL/co 
(4 - 3 ) 9 ^-wummmkm. (dvt) 

SltiSDM^-^h (200-350g, B2j5::J^ l/T) SrffiV>?to ^> h>'N*;Hf (50 mg/kg, 

i.p.) /Sf^TJCT, 1^-Xmmm.\Zi!^^) :i~^vy^ s.-T^^X\^fz^ 
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, (sou/ml) ^^tp^a:fem7X^vt/tL/co jJ^'V J^-f-v^'-^^-:^*Jft§5:^»M 

IhW^. M»MJ: > (200UAg) =^#M!*liS-4L/::o ±MltiM«if l:: i ^9 » t 

^tfco »<7)l^-^{i^P*^V^fi#Ml*I^-^t'T (4-1) tlWI^jtl'^o/co JflL#:0<;^^(^ 
SM{±> (ffi7{%l'ft*LfcjflL^«0-MM) - (^/^°V >'»L/^MJfiLl^li:*=^a:tT 
ML/ciimfi) <^tt-^^J: «3*i6/co ^ife<^?Stt{± (4-1) t|WI;|tt^LT#mLf>:o 
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